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5-aryl-B,y-butenolide derived from 
N-aryloxazolidinone DUP-721, 
1925 
2-isocephems with dihydroxy- 
pyridone moiety at C-7, 1601 
noviosylcoumarin antibiotics with 
C-3’ ester introduction, 
modification, 1623 
Antibiotics 
noviosylcoumarin with C-3’ ester 
introduction, antibacterial activity, 
1623 
Antibodies, 
"Tc labelling using 
methylphosphonylated bifunctional 
cyclams as chelators, 2597 
anti-B-lymphocytes, detection by 
piezoelectric immunosensor, 2429 
catalysis automation, 297 
catalytic use in organic syntheses, 
297 
chorismate mutase activity, 
mechanistic studies, 2945 
Anti-coccidial agents synthesis 
| ,2,4-triazine-(2H,4H)-3,5-dione 
via Pd-catalysed cross-coupling, 
835 
Anti-convulsants enantioselective 
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synthesis PD 144723, 823 
Anti-depressants ABT-200 
combining t-2 antagonism with 
NE uptake inhibition, 1319 
Antifungal agents 

azole, 2,2,4-trisubstit oxetanes, 
1313 

broad spectrum orally active azole 
optical isomers Sch-42538 and 
-45012, 2023 

Anti-HCMV activity synthesis 
9-[ethoxy(hydroxyphosphiny])- 
methoxy ]-guanine isostere of 
PMEG monoethy! ester, 2241 
Antiherpes agents 

A-ring functionalized dehydro- 
abietane derivs, activity, 1101 
virus agent, (2’S)-2’-deoxy- 
C-methy!-5-iodouridine, 367 
Anti-histaminic properties 
5-lipoxygenase and PAF 
antagonists, design of pyrrolo-| ,4- 
benzoxazine derivs as inhibitors, 
2383 

Anti-HIV activity 

3’ 4’ -di-O-(-)-camphanoy]-(+)- 
cis-khellactone and related 
compds, 593 

cucurbitacin F derivs Cowania 
mexicana, 1323 
N-(2,3-dihalogenopropyl)- and 
N-allyl-glycine containing 
pentapeptides, 2533 

synthesis poly(cysteic) acid, 2245 
Anti-hyperglycaemic activity 
BRL 49653 synthesis, 1181 
Anti-hypertensive activity 
angiotensin mediated, substit 
lactam biphenyltetrazoles, 87 
K-channel benzopyran activators 
related to cromakalim with 
heterocyclic replacements at 
position 4, 1285 

L-162,441 and L-162,620, oral 
admin animals, 17 
Anti-inflammatory activity RO 
24-0553, 5-lipoxygenase inhibitor, 
339 

Anti-ischemic agents N-substit 
| -(5-fluoro-2-pyrimidiny])- 
piperazine derivs, 1941 
Anti-leukaemic activity 
12-hydroxydaphnetoxin derivs, 
2649 

Anti-malarials in vivo activity of 
protoberberine alkaloid analogs, 


1663 

Anti-MRSA 6-lactams synthesis 
bioevaluation 2-(thiazol-2-ylthio)- 
carbapenems, 2793 

Anti-MUC1 mAbs SM3 and 
HMPYV, reactivity of penta-O- 
glycosylated MUC1, 1813 
Antineoplastic activity 
12-hydroxydaphnetoxin derivs, 
2649 

cancer cell growth inhibitor 
phakellistatin 5, isolation, 
structure, 2091 

isolation, structure of phakellistatin 
6 from Phakellia contata, 2677 
synthesis 1-(2-deoxy-2-C- 
fluoromethy|!-B-D-arabino- 
furanosy!)-cytosine, 721 
synthesis, activity, SAR 1-(substit 
benzenesulfony!)-5-oxopyrrolidine- 
2-carboxylic acid hydrazides, 377 
Anti-platelet agent 
7-aminofurochromone, synthesis 
bioactivity, 2621 
Anti-proliferative activity 
15-oxoprostaglandins, contribution 
omega-chain enone group to 
cytotoxicity, 1739 
diastereoisomerically modified 
dolastatin 15 analogs, 1947 
haloosmocenium ions against 
human and murine cancer cell 
lines, 483 

heparin-like, of sulfated tetra- 
saccharide, 1419 
Anti-pseudomonal activity 
2-isocephems with dihydroxy- 
pyridone moiety at C-7, 1601 
Anti-psychotic agents 
sigma/SHT,, ether derivs of alkyl! 
piperidines, 2347 

Antisense activity 

chimeric oligodeoxynucleotides, 
1041 

cholic acid conjugates of 
oligonucleotides, 1053 
interaction of linear and folded 
oligonucleotides modified with 
sequences containing secondary 
structure elements, 1019 
oligodeoxyribonucleotide 
phosphorothioates, synthesis, 2017 
oligonucleotide phosphorothioates 
with segments of oligodeoxy- 
nucleotides and methyloligoribo- 
nucleotides, 2929 


oligonucleotides, comparison of 
flexible and rigid backbones, 395 
synthesis and introduction of 
2’-O-methy!-6,3’-ethanouridine, 
237 

2-5A-Antisense chimera 
resistance to metabolic 
deactivation via dephosphorylation, 
2609 

Antitubulin activity 
aza-combretastatins, 699 
Antitumor activity 

| 3-dioxolane-2-(2-ethanamine)-2- 
methanamine Pt complexes, in 
vitro cytotoxicity, 911 
14-B-hydroxytaxol and analogs, 
1565 

14-hydroxydocetaxel, 1571 
3’-alkyl and 3’-alkenylidepheny!l- 
docetaxels, 2631 

4-demethox ydaunorubicin, 
synthesis benz[a]anthracycline 
analog, 2781 

6-methyl! derivs of flavone-8-acetic 
acid, 2313 

bacteriochlorins, synthesis, 1263 
clerodane diterpenoid from 
oleoresin of Copaifera langsdorfii, 
2889 

cyclic hexapeptides, prep [N-alkyl- 
Ala’ JRA-VII, 1633 

cytotoxic agents 2-(1-cyclopenten- 
|-yl)-2-[2-(dimethylamino)ethy]]-5- 
(E)-benzylidene cyclopentanone 
hydrochlorides, 2701 

distamycin A derivs, SARs, 1467 
effect of propargylic substitution 
on aromatization and activation of 
enediynes, 2925 

evaluation 2’-oxycarbony|pacli- 
taxels, 1861 

isolation axinastatin 5 from 
Axinella carteri, 2935 

modified enediyne chemotypes, 
711 

[N-alkyl-Ala*JRA-VII cyclic 
peptides, 1633 

relationship of monogalactosy] 
diacylglycerols, 1619 

stabilization DNA topoisomerase I] 
cleavable complex by mitonafide 
analogs, 1643 

unsat epoxy-C-glycosides with 
DNA cleavage properties, 421 
vinyl sulfone based, 
pharmacological evaluation, 1585 





WIN 33377, prep and related 
derivs, 609 

Antiviral activity 

2’-deoxy- and 2’,3’-dideoxy- 
nucleosides, stereoselective 
syntheses, 861 

3-substit imidazo[ 1 ,2-a]pyridines, 
1937 
6’-C-methy]-3-deazaneplanocin 
A’s, 6’R-config essential, 605 
[(2’S,3’S)-bis(hydroxy- 
methy])azetidin- | -yl]pyrimidine- 


nucleosides, oxetanocin-A analogs, 


2083 

alkylphosphonic acid derivs of 
oxetanocin-A, 1991 

amino esters of ribavirin, 2831 
HIV protease inhibitor containing 
heterocyclic P,’-P,’ amide bond 
isostere, 244] 

difluorostatone type bearing 
(R)-valinol derivs as C-termini, 
1213 

hypericin, role of oxygen in photo 
production, 1339 

Anxiolytic activity (+) |-amino- 
2,6-dimethyl-1 ,2,3,4-tetrahydro- 
6H-quinindolin-l-one, GABA, 
modulator, 279 

Apoptosis fragmentation, 
duocarmycin induction 
endonucleolytic DNA, 631 
Arabinonucleic acid synthesis, 
1909 

Arachidonic acid analogs, 
synthesis and bioevaluation, 247 
Arecolines 

related to bridged 1,2,5,6- 
tetrahydropyridine esters and 
oxime ethers, muscarinic agonists, 
1185 

selective central nicotinic agonists 
crossing blood-brain barrier, 573 
Argatroban analogs, synthesis 
thrombin inhibitory activity and 
cell permeability of amino- 
heterocyclic guanidine surrogates, 
2165 

Aromatization activation of 
bicyclo[7.1.0jene-diynes, effect of 
propargylic substitution, 2925 
Artemisinin related trioxanes, 
anti-viral activity HIV-1, 931 
Artery endothelium-free of sheep, 


reduced agonist effect of HOE140, 


781 
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Arylamine-DNA adduct 
formation, mechanism, 2323 
Ascomycin 

C31-O-desmethy! deriv, immuno- 
suppressive macrolide, related 
alkyl ether deriv of FK-506, 927 
related alkyl ether analogs of 
FK-506, 921 

Assays C-7 modified taxol derivs, 
synthesis, SARs and bio- 
evaluation, 2223 

Asymmetric syntheses cis-and 
trans~-y-lactones useful in HIV-1 
protease inhibitor synthesis, 903 
enantiomerically pure 4’- 
fluoroalky!-2’ ,3’-dideoxy 
nucleosides, 1577 

ATYJAT, affinities, effect of 
biphenyl ortho-substit balanced 
angiotensin receptor antagonists, 
2011 

receptors, human subtypes, 
angiotensin antagonists with 
equipotent affinity, 2337 
triazolinone based angiotensin 
receptor antagonists, 2787 

AT, selective quinazolinone 
angiotensin binding inhibitor, 
L-161,638, 1479 

ATP binding DnaA protein, 
3-acetoxy-2,2’-bi- 1 H-indol 
inhibitors, 1771 

Autacoids angiogenic factors and 
synthesis 12(R)- and 12(S)- 
hydrox yeicosa-5(Z),8(Z),14(Z)- 
trienoic acid and 14,15-dehydro 
analogs, 2689 

Automation antibody catalysis, 
297 

Axinella carteri, isolation 
axinastatin 5, inhibition of cancer 
cell growth, 2935 

Axinastatin 5 cyclo-octapeptide, 
inhibition of cancer cell growth 
isolation from Axinella carteri, 
2935 

Aza analogs staurosporine and K 
252a as PKC inhibitors, 495 
Aza-combretastatins synthesis, 
antitubulin activity, 699 
Azabenzene moiety, protected 
amino acid, synthesis for inclusion 
conformationally mobile peptides, 
2145 
1-Azabicyclo[2.2.2]-octanes 2-ary! 
deriv, substance P nonpeptide 


antagonists, 839 
3-Azagranatanes 5-HT, receptor 
antagonist, synthesis, 2373 
Azetidin-2-ones 4-ally!, optically 
active, access to carbacephams, 
2841 

Azoles 

antifungal agents, 2,2,4-trisubstit 
oxetanes, 1313 

optical isomers, broad spectrum 
orally active antifungal agents, 
2023 

AZT diaryl phosphate derivs as 
pro-drugs, reduced cytotoxicity 
compared to parent nucleoside, 
427 


B 


Baccatin 

C-9 carbonyl modified, conversion 
to taxol and taxotere analogs, 1831 
synthesis 19-hydroxy docetaxel, 
233 

Backbone modification antisense 
oligonucleotides, 395 
Bacteriochlorins antitumor 
activity, synthesis, 1263 

Barley seeds helminthosporic acid 
analog amylase induction, 1847 
Benzazepinone based 
mercaptoacetyls, dual inhibition 
against ACE and NEP, 1795 
Benzenepropanoic acids with 
chromanone or naphthalenone 
moieties, orally active LTB, 
antagonists, 2883 

Benzhydryl group replacement 
acyclic NK-1 antagonists, 2161 
Benzimidazoles (6-0xo-3- 
pyridazinyl), angiotensin receptor 
antagonists, 1297 
Benzisothiazolone selective 
mechanism-based inhibitors of 
human leukocyte elastase, 1801 
Benzoate analogs symmetrical 
3,5-disubstit, EPSPS inhibitors, 
2605 

Benzodiazepine nucleus 
5,7-diphenylhexahydroazepine-2- 
one alternative for CCK-B receptor 
ligands, 2877 
1,3-Benzodithiole-2-carboxylates 
and tetrazole analogs, binding 
affinity angiotensin AT, receptors, 
747 
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Benzofurans 
analog of ILV, protein kinase 
activator, 637 
dihydro-deriv analogs of 
5-carboxamidotryptamine, 
serotonergic activity, 1207 
Benzolactams conformation, 
activity, chiral requirements for 
tumor promoters, 491 
Benzopyran-4-(N- 
cyano)carboxamidine 
substituent effects K-channel 
openers, selective activity for 
guinea pig trachealis, 1995 
Benzopyrans 
2-fluoromethy! deriv, K* channel 
openers, vasorelaxants, 2893 
4-carbothioamide deriv, K channel 
opener, comparative molecular 
field analysis, 2903 
K-channel activators related to 
cromakalim with heterocyclic 
replacements at position 4, 1205 
N-imino-2-(benzopyran-4-y]) 
pyridine K* channel openers, 
vasorelaxants, 2899 
Benzoquinone structure 
maesaquinone isoated from Maesa 
lanceolata, 1131 
Benzothiepin derivs, orally active 
inhibitors of 5-lipoxygenase, 549 
Benzoxepin derivs, orally active 
inhibitors of 5-lipoxygenase, 549 
Bicyclic f-lactams hybrid, 
bioevaluation 1|-substit-7-(1- 
hydroxyethyl )carbacephems, 2279 
Bilanes hydroxymethy! analogs, 
substrates/inhibitors activities of 
uroporphyrinogen III synthase, 
1105 
Bile intercalator steroids, potential 
DNA binding compds, 1253 
Binding 
affinity: 
angiotensin AT, receptor, substit 
1,3-benzodioxole and 
1,3-benzodithiole-2-carboxylates 
and tetrazole analogs, 747 


changes in PK-C for 3-O-acyl-2- 


deoxy-L-ribonolactones with 
different acyl chains 


2 cocaine analogs modified at N, 


303 

PK-C of 2-deoxy-L- 
ribonolactones produced by 
isosteric groups, 


conformationally restrained 
DAG analogs, 1369 
substit phenylthiophene 
benzoylsulfonamides to angio- 
tensin AT, and AT, receptors, 
189 
DNA ability 
anthracene-9-carbonyl-N'- 
spermine probed by LD, CD 
absorption and molecular 
modelling comparison spermine 
and spermidine, 2435 
non-diynene class of dynemicins 
and aza-anthraquinones, 2377 
phosphonate analogs | ,3- 
bisphosphoglyceric acid to 
yeast phosphoglycerate kinase 
2567 
PK-C affinity of 5-lactone effect 
side chain orientation 
conformationally restrained 
diacylglycerol analogs, 2405 
properties, 6-amino-2’- 
O-methylcytidine incorporated in 
oligonucleotides, 1025 
receptor of HO-DPAT isomers, 
stereoselective synthesis, 2589 
selective, dicationic 2,4- 
diarylpyrimidines, 2913 
Oo competitive site, spatial 
relationship with allosteric or 
lipophilic phenytoin, 2185 
taxol analogs to microtubules, 
analysis, comparative molecular 
field derived model, 2211 
Bioisosteres tetrazole, 
development in angiotensin 
antagonists, 45 
Biological activity 
14-hydroxydocetaxel, 1571 
1a,25-dihydroxy-vitamin D, hybrid 
analogs, structural changes at both 
A-ring and C, D-ring side-chain, 
2919 
2’- and 4’’-OH groups 8,9- 
anhydroerythromycin A 6,9- 
hemiacetals, motilin II receptor 
agonists, 1649 
2-isocephems with dihydroxy- 
pyridone moiety at C-7, 1601 
3’-furyl and 3’-pyridy! substit 
taxanes, 1381 
3’-pheny! taxol analogs, 2331 
human tumor cell lines, 1571 
indole derived melatonin analogs 
with restricted conformations of 


C-3 amidoethane side chain, 1559 
melatonin, 5-OMe group not 
essential, 1555 

photoaffinity labelled N-(4- 
azidobenzoy])-N-debenzoyltaxol 
and 7-(4-azido-2,3,5,6-tetra- 
fluorobenzoy!)-taxol, 487 
structural modification taxol 
analogs, 1531 

trisubstit indanes, design dipeptide 
helical mimetics, 2825 

Biotin phosphoramidites, synthesis 
for solid phase biotinylation of 
oligonucleotides, 1761 
Biotinylation solid phase of oligo- 
nucleotides, synthesis biotin 
phosphoramidites, 1761 
Biphenyltetrazolo-lactams 
angiotensin mediated antihyper- 
tensive agents, 87 
1,3-Bis(1H-pyrazol-1-yl)propane 
unit included in diester crowns, 
lipase catalysed regioselective 
synthesis, 2523 

Bis-lactol chiral synthesis 12(R), 
20- and 12(S),20- DIHETE, 2113 
Bisbenzimidazoles Hoechst 33342 
related, SAR topoisomerase | 
poisons, 2871 
Bisindolylmaleimide, inhibitors 
protein kinase C, Ro 32-0557 
conformationally restricted tertiary 
amine side chain, 1303 
Bis(p-nitropheny!)-phosphate 
hydrolysis via Ni complex of 
pyrazine-2,5-dicarboxylate, 1889 
1,3-Bisphosphoglyceric acid 
phosphonate analogs, synthesis and 
binding to yeast phosphoglycerate 
kinase, 2567 

Bleomycin mechanism enzymatic 
inactivation, B-aminoalaninamide 
moiety enzyme-dependent 
molecular switch, 705 

Blood 

brain distribution of solutes, 
physicochemical analysis of 
governing factors, 2511 

brain penetration, 
5-hydroxytryptamine derivs, 1485 
BMY-14802 anti-ischemic activity 
of structural permutations, 1941 
BMY-40481 synthesis water- 
soluble etoposide prodrug, 2567 
BOC-CCK-4 derived 
oxopiperazines, prep CCK receptor 





ligands, 867 

Bone-seeking estrogen, synthesis 
B-estradiol-3-benzoate-17-succinyl- 
12A-tetracycline, 1375 

Boronic acid RTEM f-lactamase 
inhibition, 1229 

BPMP prodrug, RTEM 
B-lactamase inactivation, 1225 
BQ123Na representative 
ET,-selective antagonist, large 
scale prep, 1613 

Bradykinin guanidinobenzoy!- 
[Hyp’, Thi’, D-Tic’, Oic*} deriv, 
reduced agonist effect on endo- 
thelium-free femoral artery of 
sheep, 781 

Brain 

blood distribution of solutes, 
physicochemical analysis of 
governing factors, 2511 

blood penetration, 5-hydroxy- 
tryptamine derivs, 1485 

BRL 49653 antihyperglycaemic 
agent, synthesis, 1181 
Benzodiazepine nucleus 
5,7-diphenylhexahydroazepine-2- 
one alternative for CCK-B receptor 
ligands, 2877 

Brominated 1-phenyl-2-pyridy!- 
ethenes protein-tyrosine kinase 
inhibitors, 1729 

BSO y-glutamylcysteine synthetase 
inhibitors, ability to deplete 
glutathione and alter drug 
metabolizing enzymes, 935 
Bulladecinones, from Annona 
bullata, cytotoxic annonaceous 
acetogenins, 473 

B,y-Butenolide replaced oxazol- 
idinone ring of DUP 721, 
antibacterial activity, 1925 


Cc 


Calcineurin 

FKS06/FKBP12 complex affinity, 
non macrocyclic FK506 deriv 
study, 1581 

inhibitors based on structure and 
SAR FKS506, 2501 

tight-binding pocket for 
cyclosporin A side-chain residue, 
267 

Calcitriol analogs with structural 
changes at both A-ring and C, 
D-ring side-chain, 2919 
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Calcium 
antagonists heterocyclic 
guanidines, 351 
Ca”*-ATPase inhibitory activity of 
thapsigargin locked analog, 657 
channel: 
L-type, reduced activity via 
modification N-atom quinu- 
clidines framework, 1903 
L-type peptide mimetic, CD, 
817 
receptors, pyrrolo[2,1-c}[{1,4]- 
benzothiazin-1-ones and 
pyrrolo[2, |-d][ 1 ,S}benzothia- 
zepin-10-one derivs, 1235 
sialyl Lewis X complex, 
electrospray mass spectrometry, 
2863 
Calophyllum teysmannii inhibitory 
activity of coumarins from latex, 
1961 
Camptothecins 
derivs, inhibitory evaluation 
flexible analogs topoisomerase, 
2753 
water-soluble 7-(acylhydrazono)- 
formyl! derivs, DNA topoisomerase 
inhibitors, 579 
Cancer 
cell growth inhibitor phakellistatin 
5, isolation, structure of 
antineoplastic agent, 2091 
chemo-preventive/therapeutic 
agents, N-linked analogs of 
retinoid O-glucuronides, 2117 
human and murine cell lines, 
antiproliferative activity of 
haloosmocenium ions, 483 
Candida boldinii alcohol oxidase 
enantioselective oxidation 2- 
methyl-1-butanol, 1745 
Cannabimimetic indoles 
molecular modelling, 563 
Captopril with thiorphan-like 
substituent, inhibition of 
endopeptidase 24.11 and 
angiotensin converting enzyme, 
2673 
Carbacephams access, prep 
optically active 4-allyl-azetidin-2- 
ones, 2841 
Carbacephems 
1-substit-7-( lhydroxyethy]!)-deriv, 
bioevalution hybrid bicyclic 
B-lactams, 2279 
functionally, topologically tricyclic 


B-lactams, 2285 

Carbamates 

ethenyl and oxiranol, (2-H,) 
derivs, prep using Se chemistry, 
291 

linkage, 3’-NH-CO-O-5’, non-ionic 
achiral, introduction into chimeric 
oligonucleotides giving resistance 
to enzymatic cleavage, 1065 
Carbapenems {}-methy!, substit 
thiazol-2’-ylthio side chain on C-2, 
anti-MRSA f-lactams, 2793 
Carbazoloquinone bioactive 
alkaloid clausenaquinone-A from 
Clausena excavata, structure, 
synthesis, 2395 

Carbon dioxide supercritical, 
resolution N-protected amino acid 
derivs catalysed by alcalase, 625 
5-Carboxamido- 

tryptamine benzofurans and 
dihydro-deriv analogs, seroto- 
nergic activity, 1207 

Carboxylic acids 

5-membered ring heterocyclic, 
angiotensin antagonists, 169 
derivs, gelatinase-A inhibitors, 
2747 

group replacement for sulfhydryl 
group of ACE inhibitors, 2107 
Cardiotonics diazinone, 
stereoselectivity, positive inotropic 
effects, 2585 

Cardiovascular activity 
pyrrolo[2,1-c][1,4]benzothiazin-1- 
ones and pyrrolo[2,1-d]-[1,5]- 
benzothiazepin-10-one derivs, 
1235 

Carnitine 

octanoyltransferase inhibitors, 883 
palmitoyltransferase inhibitors, 883 
Cartilage degradation inhibition 
by isothiazoloquinolinones, 843 
Catechol subunit rolipram, SARs, 
1855 

Catharanthus roseus callus, 
enzymatic reduction of ethyl 
3-methyl-2-oxobutanoate, 907 
CCK receptor ligands, oxo- 
piperazines derived from 
BOC-CCK-4, 867 

CCK-B receptor ligands, 
5,7-dipheny|-3-ureidohexahydro- 
azepin-2-ones, 2877 

CCNU N’-substit derivs, synthesis 
half-life and decomposition, 2353 





Bioorganic & Medicinal Chemistry Letters 


CD peptide mimetic of L-type Ca 
channels, 817 
Cephalodiscus gilchristus isolation 
and structures of cephalostatins 12 
and 13, 1507 
Cephalostatins 12 and 13, 
isolation and structures, 1507 
Channels 
Ca L-type peptide mimetic, CD, 
817 
cholinergic activator ABT 418, 
SARs pyrrolidine-modified 
analogs, 2389 
ChCA ABT 418, SARs 
pyrrolidine-modified analogs, 2389 
Chelators methylphosphonylated 
bifunctional cyclams for antibody 
labelling with ”"Tc, 2597 
*hemiluminescence enzymatic 
hydrolysis light-emitting substrate 
of phosphotriesterase, 2705 
Chemocancer agents 
preventive/therapeutic, N-linked 
analogs of retinoid O-glucuronides, 
2117 
Chemotactic tripeptides 
biological effects of ester bond at 
various positions, 1551 
Chirality 
effect on substitution 
dihydroimidazolone AT 
angiotensin receptor antagonists, 
163 
requirements for tumor promoters, 
conformation, activity 
benzolactams, 491 
(+)-Chloramphenicol palmitate 
hydrolysis by hydrolases, 2941 
Cholecystokinin methionine 
incorporation, 2263 
Cholic acid conjugates of 
oligonucleotides antisense 
applications, 1053 
Cholinergic channel activator see 
ChCA 
Chorismate mutase antibody 
activity, mechanistic studies, 2945 
Chromatography 
HPLC, identification fluorescent 
glucoside from protein-free extract 
human lens, 2303 
HPLC separation, LY 191704, 
LY266111 stereoisomers, in vitro 
inhibition human types | and 2 
steroid Sa-reductases, 1365 
structure phakellistatin 6 isolated 





from Phakellin costata 2677 
Chymotrypsin 

design of inhibitors, 2297 
subtilisin Carlsberg, differentiated 
by cyclic peptide inhibitors, 2123 
thermostable deriv, soluble in 
toluene, 917 

Ciglitazone, metabolite, synthesis 
of BRL 49653, 1181 

CL329,167, angiotensin receptor 
antagonist, 1135 

CL332,877 enantiomers, synthesis 
bio-evaluation isoxazolidiny] 
angiotensin receptor antagonists, 
1709 

Clausena excavata bioactive 
alkaloid clausenaquinone-A, 
structure, synthesis, 2395 
Clausenaquinone-A bioactive 
alkaloid from Clausena excavata, 
structure, synthesis, 2395 
Cleavage reactions hammerhead 
ribozyme, importance of 
purine-pyrimidine OH group and 
purine amino group, 2857 
Clerodane diterpenoid from 
oleoresin of Copaifera langsdorfii, 
antitumour activity, 2889 
Co-oligomerization 
thymine-thymine heterodimer with 
peptide nucleic acid, 1081 
Cocaine analogs modified at N, 
differential binding and dopamine 
uptake, 303 

Collagenase human, inhibition by 
aminophosphonic acid derivs, 
modification P, residue, 2833 
Complexes porphobilinogen 
deaminase, systematic specificity 
studies, 521 

Conduritol related compds, 
modulating insulin release, 
synthesis, 2307 

Conformation 

activity benzolactams, chiral 
requirements for tumor promoters, 
491 

morphine glucuronides, 
lipophilicity dependency calculated 
from molecular lipophilicity 
potential, 737 

Copaifera langsdorfii antitumour 
activity, clerodane diterpenoid 
from oleoresin, 2889 

Copper chelation chemistry, 
4-alkylamino substit 


1,10-phenanthroline derivs, 2721 
Coproporphyrinogen oxidase 
synthetic substrates, meso- 
porphyrinogen revisited, 1607 
Corrigenda 

Cordui A.A., Serkis B., Hennig P., 
Mahieu J.P., Bobichon C., 

de Nanteuil G. and Lepagnol J.M.: 
vol. 4 (1994): p. 1958 lines 12-22 
have been corrected, 2489 

Kubo I. and Chaudhuri S.K.: vol. 
4, 1131 (1994): p. 1133, Sth line 
last paragraph corrected; p. 1134, 
reference notes corrected, 1269 
Wentland M.P., Perni R.B., 
Powles R.G., Hlavac A.G., Mattes 
R.C., Corbett T.H., Coughlin S.A 
and Rake J.B.: vol. 4, (1994): 
Scheme | on p. 610 has been 
corrected; for 14a->1 the reagents 
have been corrected, 1171 
Cotinine analog, synthesis |’-N- 
methyl- 2’-oxo-anabasine, 515 
Coumarins 

HIV inhibitory from Calophyllum 
teysmannii latex 1961 

synthesis as subtype-selective 
inhibitors of monoamine oxidase, 
1195 

Cowania mexicana, anti-HIV 
principles, cucurbitacin F derivs, 
1323 

CP-71-362 rat and dog renin 
inhibitor, 589 

CP-96-345 substance P 
non-peptide antagonists, SAR, 
1153 

Cromakalim, with heterocyclic 
replacements at position 4, 
K-channel benzopyran activators, 
1285 

Crown ethers oligosaccharide 
drug-targetting vectors, bio- 
evaluation, 1123 

Cucurbitacin F derivs, anti-HIV 
principles from Cowania 
mexicana, 1323 

CVFM study CAAX-derived 
farnesy! transferase inhibitor, 887 
Cyano-3-pyridine-carboxamidine 
vasorelaxant activity compared 
with amide and thioamide 
congeners, 2485 

Cyclams methylphosphonylated 
bifunctional, as chelators for 
antibody labelling with *"Tc, 2597 





Cyclases triterpenoid evolution, 


role of repetitive amino acid motif, 


285 

B-Cyclodextrins, 
oligosaccharidy! thio derivs, drug 
targetting vectors, synthesis, 1127 
oxime, synthesis, 2041 
Cycloheptimidazoles 
4,5,6,7-tetrahydro-8-carboxy- 
methylidene angiotensin receptor 
antagonists, 1637 

Cyclohexane piperidine analogs, 
inhibitors HIV proteinase, 2759 
Cyclohexyl analogs restricticin, 
synthesis, 733 
Cyclopentanespiro-3H-dihydro- 
pyrimidinones 

angiotensin receptor antagonists, 
157 

Cyclopentanones 
2-(1-cyclopenten- |-yl)-2-[2- 
(dimethylamino)ethy!]-5-(£)- 
benzylidene hydrochlorides, 
cytotoxic agents, 2701 
Cyclosporin side-chain residue 4, 


tight-binding pocket of calcineurin, 


267 

Cyclothiazide isomers, 
potentiating AMPA current, 
identification, characterization, 
1957 

Cysteine/methionine linked by 
carbon pseudopeptides, farnsey] 
transferase inhibition, 2775 
Cytidine 

2’-deoxy and 5’-methyl-2’- 
deoxy-derivs, spin-labeled oligo- 
nucleotides as probes for structural 
motifs of DNA, 977 

protonated analog, triple helix 
binding study, synthesis 6-amino- 
2’-O-methylcytidine 1025 
Cytochrome P-450 systems, 
metallo-porphyrin mimics, 2867 
Cytomegalovirus human, 
inhibition by stereoisomers of 
2’-deoxy-3’-oxa-5(E)-(2-bromo- 
vinyl)uridines and 4’-thio analogs, 
2667 

Cytosine 
1-(2-deoxy-2-C-fluoromethy1]-B-D- 
arabino-furanosy])-deriv, 
antineoplastic agent, 721 
Cytotoxicity 

14-hydroxydocetaxel against 
human tumor cell lines, 1571 
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|-(2-deoxy-2-C-fluoromethy|-B-D- 
arabinofuranosy])-cytosine, 721 
2-(1-cyclopenten- | -yl)-2-[2- 
(dimethylamino)-ethyl]-5- 
(E)-benzylidene cyclopentanone 
hydrochlorides, 2701 

3’-alkyl and 3’-alkenyldepheny!- 
docetaxels, 2631 

annonaceous acetogenins, 2,4-cis 
and trans-bulladecinones from 
Annona bullata, 473 

antitumor activity modified 
enediyne chemotypes, 711 
contribution omega-chain enone 
group, antiproliferative activity 
15-oxoprostaglandins, 1739 
cyclic hexapeptides prep [N-alky]l- 
Ala’JRA-VII, 1633 
diastereoisomerically modified 
dolastatin 15 analogs, 1947 

half mustard deriv of imidazole 
containing analog of distamycin, 
2421 

in vitro 1,3-dioxolane-2-(2-ethan- 
amine)-2-methanamine Pt 
complexes, synthesis, 911 
increased, N*-substit derivs CCNU, 
synthesis half-life and 
decomposition, 2353 

N-benzoyl taxol analogs, 1825 
paclitaxel-2’-carbonates, evaluation 
as antitumor agents, 1861 

RA-VII [N-alkyl-Ala’] cyclic 
hexapeptides, 1633 

taxol and taxotere analogs by 
conversion of C-9 carbony! 
modified baccatin III, 1831 

vinyl sulfone based anticancer 
agents, 1585 


D 


d4T monophosphate, 
pentopyranosyl analog, 
stereospecific synthesis, 1199 
DAG 


analogs, conformationally 
restrained medium-sized a-lactone 
reaction with PK-C, 543 

changes PK-C binding affinity of 
2-deoxy-L-ribonolactones produced 
by isosteric groups, 1369 

D-EP L-EP, Ser-Leu-Gly unit 
replaced by ether-containing 
peptide surrogate, PKA inhibitors, 
553 


Deacetoxycephalosporin C 
synthase gene, substrate specificity 
of recombinant enzyme, 1595 
Deacetylation acety! migration, 
peracetylated |-methyl a,B-D- 
glucopyranosides by Candida 
lipase hydrolysis, 1629 
Deazapurines containing 
oligonucleotides, duplex stability, 
971 

N-Debenzoyltaxol acylation, prep 
N-acyl taxol analogs, 335 
Decadeoxythymidylate with 
phosphorothioate and phospho- 
diester likages in alternating 
manner, 2663 

Dehydroabietane A-ring function- 
alized derivs, anti-herpes activity, 
1101 

Dehydrogenase 
17B-hydroxysteroid type 1, 
inhibited by 16a-propyl derivs of 
estradiol, 2129 

Dehydrolysine analogs of tuftsin, 
synthesis, bioactivity, 941 
Deiodination, iodophenols, 
Se-mediated, mechanism of 
5’-thyronine deiodinase model, 
1353 

4-Demethoxydaunorubicin 
antitumor agent, synthesis 
benz[a]Janthrcycline analog, 2781 
9-Deoxo-8a-aza-8a-homoerythro- 
mycin A 4’’-epi and 4’’- 
deoxy-4’’-amino analogs, antibac- 
terial properties, 1111 
2-Deoxy-L-ribono- 

lactones 3-O-acy! function, 
changes in PK-C binding affinity 
produced by isosteric groups, 
conformationally restrained DAG 
analogs, 1369 
3-Deoxymorphines C3-substit, Pd 
catalysed synthesis, 2527 
Deoxynucleotides 
5’-dimethoxytritylated derivs, 
deuteriation, 789 

Deprotection 

silyl nucleosides with KF/18 
crown-6, 2171 

silylated nucleosides nucleotides 
using triethylamine trihydro- 
fluoride, 1345 

Depsipeptide cytostatic, diastereo- 
isomerically modified dolastatin 15 
analogs, 1947 
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Dermatan sulfate 

hexasaccharide, synthesis and 
heparin cofactor II activation, 619 
like hexasaccharide with non- 
glycosaminoglycan structure, 
synthesis, 893 

2-Dermorphin related D-arg- 
desmorphin tetrapeptide, 
quaternized N-methylation analogs, 
bioproperties, 2049 

Design enzyme inhibition and 
X-ray structure of enzyme- 
inhibitor complex, 2199 
Deuteriation 5’-dimethoxytrit- 
ylated deoxynucleotide derivs, 789 
Diacylglycerol conformationally 
restrained analogs 

Diamino acids urea and 
nitrosourea derivs, stability, 2697 
a,6-Diamino-c.,c.-difluoroketones 
inhibitors of human leukocyte 
elastase, 2175 

Diaminopimelate pathway to 
L-lysine, dihydrodipicolinic acid 
synthase as key enzyme, 2267 
Diacylglycerol conformationally 
restrained analogs, effect side 
chain orientation on PK-C binding 
affinity of 5-lactones, 2405 
Diazepinones bicyclic and 
monocyclic based mercaptoacetyls, 
dual metalloprotease inhibitors, 
2055 

Diazinone-cardiotonics 
stereoselectivity, positive inotropic 
effects, 2585 

Diene acids non-steroidal, 
inhibitor of human type-2 steroid 
Sa-reductase, 2327 

Diester crowns Mucor miehei 
lipase catalysed regioselective 
synthesis, macrocycles containing 
1 ,3-bis-( 1 H-pyrazol-1-yl)propane 
unit, 2523 

N,N-Diethylamino ethylethers 
microwave accelerated prep, 2627 
Difluorostatone 

type bearing (R)-valinol derivs as 
C-termini, HIV protease inhibitors, 
antiviral activity, 1213 

type inhibitors of HIV-1 protease, 
replacement P, phenylalanine side 
chain, 241 

DIHETE 12(R),20- and 12(S),20-, 
synthesis via chiral bis-lactol, 2113 
Dihydrodipicolinic acid synthase 


key enzyme in diaminopimelate 
pathway to L-lysine, pyridine, 
piperidine derivs as inhibitors, 
2267 

1,2-Dihydropyridin-2-ones 
3-substit-6-butyl-deriv, nonpeptide 
angiotensin receptor antagonists, 
683 

Dihydropyridines angiotensin 
antagonists, 133 
Dihydropyridinium ion from 
fragmentative coupling of cath- 
aranthine and vindoline, synthesis 
vinblastine analogs via addition 
organo-Zn reagents, 1999 
Dihydroseselin pyranocoumarins 
type derivs, anti-HIV agents, 593 
9(R)-Dihydrotaxol C-3'-N-acy! 
analogs, synthesis and SARs, 1429 
Dimerization SH3 
domain-mediatcd, N-terminal 
fragment 3-kinase p85 subunit 
phosphatidylinositol 1755 
Dinucleosides S-alky! phosphoro- 
thiolates, bioreversible reaction to 
dinucleoside phosphorothioates, 
2471 

Dinucleotide analogs synthesis 
3’-O-thymidylyl(S’-deoxy-S’ - 
selene-thymidyly!)Se- 
phosphoroselenolate, O-methy! 
ester and methanephosphonate 
derivs, 1033 

1,3-Dioxane tricarboxylic acid 
analogs of monocyclic squale- 
statin, inhibitors of squalene 
synthase, 2155 

Dioxetane diethy|phosphate 
protecting group, enzymatic 
properties, 2705 

1,3-Dioxolane 2-(2-ethanamine)-2- 
methanamine Pt complexes, 
synthesis, in vitro cytotoxicity, 911 
Dipeptides 

chemical library, use in drug 
design, 1679 

isosteres, HIV-1 protease 
inhibition, 1385 

mercaptoacy! dual inhibitors ACE 
and NEP, SAR studies, 1783 
N-phosphonomethy! and 
N-carboxyalkyl, dual inhibition of 
angiotensin converting enzyme and 
neutral endopeptidase, 2715 
phosphonamidate analogs, 
inhibitors serine B-lactamase 


activity, 1667 
Dipheny! a-aminomethy! 
phosphonate prodrug inhibitor 
neutral endopeptidase 24.11, 
plasma and chemical hydrolysis, 
899 
Diphenylborinic acid inhibitor of 
serine proteases, 2417 
Disaccharide galactose-fucose, 
mimic of sialyl! Lewis X synthesis, 
2563 
Distamycin 
A derivs, antitumor activity, SARs, 
1467 
N to C linked and imidazole 
containing analogs, synthesis and 
DNA binding, 801 
second chloroethyl arm of benzoic 
acid mustard deriv, bioevaluation 
of imidazole containing analog, 
2421 
Diterpenoid clerodane from 
oleoresin of Copaifera langsdorfii, 
antitumour activity, 2889 
1,3-Dithianes hepatoprotectants, 
1453 
1,3-Dithiolanes hepatoprotectants, 
1453 
1,3-Dithiole-2-thione 
hepatoprotectant, 1453 
DMP 581 and 811, nonpeptide 
angiotensin receptor antagonists, 
63 
5’-O-DMT-thymidine 3’-O-(2- 
thio-1,3,2-oxaselenaphospholane) 
synthesis, 1037 
DNA 
/RNA, DNA/DNA duplexes, 
melting temps and nuclease 
resistance of single strands, 405 
arylamine adduct formation, 
mechanism, 2323 
automatic synthesis, deuteriation 
5’-dimethoxy-tritylated 
deoxynucleotide derivs, 789 
binding 
ability, non-diynene class of 
dynemicins and azaanthra- 
quinones, 2377 
DnaA protein to ATP, inhibition 
by 3-acetoxy-2,2’-bi-1H-indol, 
1771 
imidazoles containing N to C 
linked distamycin analogs, 801 
branched molecules, construction 
by chemical ligation, 1011 





cleavage properties of unsat 
epoxy-C-glycoside antitumor 
compds, 421 

cutting sequence specificity 
4-alkylamino substit 
1,10-phenanthroline derivs, 2721 
dynamics study, synthesis of 
second generation nitroxide spin 
probe, 981 

endonucleolytic, apoptosis and 
fragmentation, duocarmycin 
induction, 631 

multiple binding anthracene-9- 
carbonyl-N'-spermine probed by 
LD, CD, absorption and 
molecular modelling comparison 
spermine and spermidine, 2435 
potential binding compds based 
on intercalator bile steroids, 
1253 

probes for structural motifs, 
2’-deoxy and 5’-methyi-2’- 
deoxy-cytidine spin-labeled 
oligonucleotides, 977 

selective binding agents, 


dicationic 2,4-diaryl pyrimidines, 
2913 


sequencing, 3’-modified 

nucleotides as chain terminators, 

1975 

single stranded, binding by 

circular oligodeoxynucleosides, 

solvent, pH, ionic effects, 965 
topoisomerase: 

cleavable complex, stabilization 

by mitonafide analogs, 1643 


DNA inhibitors, water soluble 7- 


(acylhydrazono)-formy! campto- 
thecins, 579 
inhibitors, synthesis 
ring-A-opened isopicropodo- 
phyllins, 1513 
inhibition by substit 1,2,3,4- 
tetrahydro-B-carboline derivs, 
2411 
Docetaxel 
19-hydroxy, synthesis from 
baccatin, 233 
3’-alkyl and 3’-alkeny! analogs, 
SAR, 2631 
Dolastatin 15 diastereoisomeric- 


ally modified analogs, cytotoxicity, 


1947 

Dopamine 

D,, receptor preference increased 
and improved pharmacokinetic 
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properties, C-5 modified derivs of 
(+)-AJ76 and (+)-UH232, 689 
uptake, cocaine analogs modified 
at N, 303 

Drugs 

design, use dipeptide chemical 
library, 1679 

identification of chemical lead 
compds by rational design, 525 
library amide/ester dimers, strategy 
for rapid compd generation and 
screening, 2821 

targetting vectors, bioevaluation of 
oligosaccharide crown ethers, 1123 
synthesis oligosaccharidy]-thio- 
B-cyclodextrins, 1127 

Dual domain concept 
macrocyclic, FKBP12 ligands 
synthesis evaluation, 2507 
Duocarmycins induction of 
endonucleolytic DNA 
fragmentation and apoptosis, 631 
DUP 721 oxazolidinone ring 
replaced by B,y-butenolide, anti- 
bacterial activity, 1925 
Dynemicins aza-anthraquinones, 
non-diynene compds, DNA 
binding ability, 2377 


E 


Eicosanoids 
angiogenic factors and synthesis 
12(R)- and 12(S)-hydroxyeicosa- 
5(Z),8(Z), 14(Z)-trienoic acid and 
14,15-dehydro analogs, 2689 
vasoactive, 12,20-dihydroxy- 
eicosa-5(Z),8(Z), 10(E), 14(Z)- 
tetraenoic acid via chiral bis-lactol, 
2113 
Elastase 
human leukocytes 
inhibition by peptidic a,B- 
diamino-ct,a-difluoroketones, 
2175 
selective mechanism-based 
benzisothiazolone inhibitors, 
1801 
Electrospray 
ionization MS, analysis post- 
synthetically modified oligo- 
deoxynucleotides, 1869 
mass spectrometry, sialyl Lewis 
X-Ca complex, 2863 
EMD 61753 representative 
arylacetamido-type K opiate 


receptor agonists, 677 
Enalapril with thiorphan-like 
substituent, inhibition of 
endopeptidase 24.11 and 
angiotensin converting enzyme, 
2673 
Enantioselective reactions 
hydrolysis, (+)-chloramphenicol 
palmitate by hydrolases, 2941 
oxidation 2-methyl-1-butanol by 
alcohol oxidase from 
methylotrophic yeasts, 1745 
reduction, ethyl 3-methyl-2- 
oxobutanoate by enzyme callus of 
Catharanthus roseus 907 
Enantioselective syntheses optical 
isomers, broad spectrum orally 
active antifungal azoles, Sch 
42538 and 45012, 2023 
PD 144723 stereospecific 
anticonvulsant, 823 
Enantiospecific syntheses 
polyunsat phospholipids, 827 
Endonucleolytic DNA 
duocarmycin induction, 
fragmentation and apoptosis, 631 
Endopeptidase 
neutral 
24.11, inhibition by 4-substit 
proline derivs, 2673 
dual inhibition by N-phosphono- 
methyl and N-carboxyalky! 
dipeptides, 2715 
mercaptoacy! dipeptide dual 
inhibitors, SAR studies, 1783 
Endothelin 
arinophosphonate converting 
enzyme inhibitors, potency- 
enhancing and selectivity- 
improving phosphoramidon, 1257 
analogs, SAR, 1157 
monocyclic analogs, SARs, 567 
receptor selective antagonist 
BQ-123Na, large scale prep, 1613 
Endothelium-free femoral artery 
of sheep, reduced agonist effect of 
HOE140, 781 
Endotoxin structurally non-related 
inhibitors, design, synthesis, 
biological properties, 1691 
Enediynes 
activation, aromatization, effect of 
propargylic substitution, 2925 
chemotypes, modified, synthesis, 
bioactivity, 711 
Enzymatic reactions 
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hydrolysis light emitting substrate 
of phosphotriesterase, 2705 
stereospecific hydrolysis, P-S 
bonds in chiral organophosphate 
triesters, 1473 
Enzymes 
callus of Catharanthus roseus, 
reduction of ethyl 3-methyl-2- 
oxobutanoate, 907 
design 
reusable system for prep 
porphyrins, 743 
with different structural 
specificity in acyclic amide and 
ester substrates, B-lactam recog- 
nition, 2291 
drugs metabolizing, alteration and 
glutathione depletion by BSO and 
y-glutamylcysteine inhibitors, 935 
inhibition, design, and X-ray 
structure of enzyme-inhibitor 
complex, 2199 
inhibitor design, stereochemical 
approach, 2297 
labelled oligonucleotides by 
reductive amination, 1005 
Epoxidase squalene, mammalian, 
non-squalenoid photoaffinity 
labels, 2179 
Epoxy-C-glycosides unsat, 
antitumor compds with DNA 
cleavage properties, 421 
EPR dynamics, synthesis of 
second generation nitroxide spin 
probe, 981] 
EPSP synthase, aromatic substrate 
analogs and symmetrical inhibitors 
containing 3-phosphate mimics, 
2605 
Equations physicochemical factors 
governing distribution of solutes in 
blood and brain, 2511 
[8,9-anhydro]Erythromycin A 
6,9-hemiacetals, bioevaluation 2’ 
and 4’’-OH groups, motilin 
receptor agonists, 1649 
Escherichia coli 
" protein initiating chromosomal 
replication, ATP binding to DnaA, 
3-acetoxy-2,2’-bi-1H-indol 
inhibitors, 1771 
threonine synthase inhibitors, 
synthesis homoserine phosphate 
analogs, 273 
proline auxotroph grows faster on 
prolinamide with leucine amino- 


peptidase overexpression, 2555 
randomly mutated proline 
auxotroph, gene library, selection 
for growth on potential proline 
precursors, 2551 

Esters 

amide dimer library, synthesis, 
bioevaluation, rapid compd 
generation, screening, 2821 
bioisostere, | ,2,4-triazine ring in 
muscarinic agonists, 1411 

bond at various positions in 
chemotactic tripeptides, biological 
effects, 1551 

Estradiol 

16a-propy! derivs, inhibitors of 
17B-hydroxysteroid dehydrogenase 
type 1, 2129 

endogenous metabolite 2-methoxy- 
estradiol, tubulin polymerization 
inhibition by binding to colchicine 
binding site, 1725 

spiro-y-lactone deriv, 17B-HSD 
type 2 inhibitor, 2045 
§-Estradiol-3-benzoate-17- 
(succinyl-12A-tetracycline) 
bone-seeking estrogen, 1375 
Etheny! carbamates 2-*H, derivs, 
prep using Se chemistry, 291 
Ethers 

alkyl analog of FK-506 related 
immunosuppressive macrolide 
ascomycin, 921 

alkyl derivs of FK-506 related 
immunosuppressive macrolide 
C31-O-desmethy! ascomycin, 927 
Etoposide water-soluble active 
prodrug, synthesis etoposide 
phosphate, 2567 

Eyes insoluble protein fraction of 
aging human lens, synthesis assoc- 
iated fluorescent glycoside, 1219 


Farnesy! transferase 
CAAX-derived inhibitor, study of 
CVFM, 887 

inhibition, cysteine and methionine 
linked by carbon pseudopeptides, 
2775 

P2Iras, synthesis hydrophobic 
peptidomimetic inhibitors, 2579 
protein, inhibitors, design of potent 
carboxylic acid based bisubstrate, 
2107 


ras, phenol tripeptide inhibitors, 
1883 

Fibrinogen nonpeptide receptor 
antagonists, design centrally 
constrained inhibitor, 1835, 1841 
FK-506 

affinity for FKBP-12, effect of 
C-11 Me and C-13/C-15 OMe 
substituents, 1457 

alkyl ether deriv related 
immunosuppressive macrolide 
L-683,742, 927 

non macrocyclic deriv, synthesis, 
study, 1581 

related immunosuppressive 
macrolide L-683,599 alkylether 
analogs, 921 

tricarbonyl region, FKBP binding 
of small molecule mimics, 1161 
FKBP12 ligands 

design and synthesis pyranose 
replacements, 2501 

dual domain macrocyclic, 
synthesis evaluation, 2507 

FKBP 

dual domain ligands, design, 
synthesis, evaluation, 325 
macrocyclic ligands, SAR, 
synthesis, 321 

synthetic ligands as peptidyl-prolyl 
isomerase inhibitors, 315 
Flavone-8-acetic acid 6-methy! 
deriv, anti-tumour activity, 2313 
Flavonoids inhibitory tyrosinase 
from Heterotheca inuloides 
structural functions, 1443 
Fluorescence 

glycoside associated with insoluble 
protein fraction of aging human 
lens, 1219 

identification glucoside from 
protein-free extract human lens, 
2303 

Fluorinated sulfoxide chiron 
asymmetric syntheses enantio- 
merically pure 4’-fluoro 

alkyl-[2’ ,3’}-dideoxy nucleosides, 
1577 

Fluorine substit (-)-indolactam-V, 
synthesis activity, core structure of 
teleocidins, 431 
4’-Fluoroalkyl-2’,3’-dideoxy 
nucleosides enantiomerically pure, 
asymmetric synthesis, 1577 
6-Fluoropurine acyclonucleosides, 
prodrugs of acyclovir and 





ganciclovir, 1309 
Furochromone dimeric, pimolin 
from Pimpinella monoica, 2425 


G 


GABA, modulator, with anxiolytic 
activity, (+) 1 1-amino-2,6-dimethyl- 
1,2,3,4-tetrahydro-6H-quinindolin- 
l-one, 279 
Galactose-fucose mimic of sialy! 
Lewis X, synthesis, 2563 
B-1,4-Galactosyl transferase 
bovine, acceptor analog inhibitors, 
391 
Ganciclovir 6-fluoropurine 
acyclonucleoside prodrugs, 1309 
Gastrointestinal motility 
enhancing activity of N-3-arylated 
imidazolidinylidene propane- 
dinitrile derivs, 615 
Gelatinase-A 
inhibitors: 

carboxylic and phosphonic acid 

derivs, 2747 

hydroxamic acid derivs, 2741 
Gene library randomly mutated in 
E. coli proline auxotroph, selection 
for growth on potential proline 
precursors, 2551 
a,h-D-Glucopyranosides 
peracetylated 1-methy] deriv, 
deacetylation and acetyl migration 
via Candida lipase hydrolysis, 
1629 
a-D-Glucopyranosylphenyldiazo- 
methane mechanism-based a- 
glucosidase inhibitors, 599 
5-(7H]-D-Glucose improved 
synthesis, 409 
a-Glucosidase mechanism-based 
inhibitors, a-D-glucopyranosyl- 
phenyldiazomethane, 599 
Glucosides fluorescent, from 
protein-free extract human lens, 
identification, 2303 
Glucuronidation rates, effect of 
heteroatom substit within zileuton 
nucleus, 1437 
Glucuronides retinoid, N-linked 
analogs, cancer chemopreventive/ 
therapeutic agents, 2117 
Glutamate non-NMDA 
antagonists, activity of 4-phos- 
phonoalkylquinoline deriv, 2035 
y-Glutamylcysteine synthetase and 
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BSO inhibitors, ability to deplete 
glutathione and alter drug 
metabolizing enzymes, 935 
Glutathione depletion and drug 
metabolizing enzyme alteration by 
BSO and y-glutamylcysteine 
synthetase inhibitors, 935 
Glycan 

non-glycosamino structure of 
dermatan sulfate-like hexa- 
saccharide, synthesis, 893 
O-linked with repeating lactos- 
amine unit, stereocontrolled 
synthesis, 2805 
Glyceroglycolipids anti-tumor 
activity relationship 
monogalactosy! diacylglycerols, 
1619 

Glycine N-substit peptoid 
oligomers, proteolytic studies, 
2657 

Glycomimetics synthesis 
carbohydrate phostones, 2763 
Glycoproteins gp-120, synthesis 
Gal-B-(1->4)-6-O-SO,Na-Glc 
NAc-f-(1->6)-Man-a-OR, 1501 
Glycosidases inhibition by 
N-phenyl cyclic isourea deriv 5- 
aminocyclopentanepolyols, 2643 
Glycosides fluorescent, associated 
with insoluble protein fraction of 
aging human lens, 1219 
Glycosylation effect on MUC1 
immuno-reactivity, 1813 
GM-611 motilin receptor agonist, 
acid-stable, orally active 
macrolide, 1347 

GPIIb/illa receptor antagonists, 
SARs double-strand RGD 
peptides, 1749 

GR117289 related angiotensin II 
nonpeptide antagonists imidazo 
pyridinylbenzofurans, 725 
GR159897 related analogs, 
nonpeptide neurokinin NK-2 
receptor antagonists, 1951 
Graft-vs-Host, disease model, 
PKC selective inhibitors, 2451 
Graves disease therapeutic 
models, consequences of 
methimazole structure, 1357 
Growth hormones 

L-692,429, replacement 2’- 
tetrazole moiety, 1807 

SAR of L-692,429 amino acid 
side-chain, 1117 


Guanidines 

heterocyclic, Ca antagonists, 351 
N-cyano-, analogs of oligo- 
nucleotides with acyclic 
carbohydrate moiety, 1203 
unsymmetrical su')stit, histamine 
H, receptor antagonists, 2907 
Guanidino prodrugs synthesis, 
1985 

Guanidinobenzoy! 

[Hyp’, Thi’ ,D-Tic’ ,Oic*) 
bradykinin reduced 

agonist effect on endothelium-free 
femoral artery of sheep, 781 
Guanosine conserved residues, 
1-methyl-guanosine substit 
inactivates Hammerhead ribozyme, 
2189 


H 


Haloosmocenium ions 
antiproliferative activity against 
human and murine cancer cell 
lines, 483 

Hammerhead ribozyme 
cleavage, importance of purine- 
pyrimidine OH group and purine 
amino group, 2857 

inactivation by |-methylguanosine 
substit of conserved guanosine 
residues, 2189 

HDV antigenomic ribozyme, 
kinetics of RNA folding changed 
by total substit of adenine with 
7-deaza-adenine, 987 
Helminthosporic acid analog 
amylase induction, barley seeds, 
1847 

Heparin 

cofactor II activation, synthesis of 
dermatan sulfate hexasaccharide, 
619 

like antiproliferative activity of 
sulfated tetrasaccharide, 1419 
Hepatitis delta virus see HDV 
Hepatoprotectants S-heterocycles, 
1453 

Herpes simplex viruses-\| and -2, 
inhibition by stereoisomers of 2’- 
deoxy-3’-oxa-5(E)-(2-bromo- 
vinyl)uridines and 4’-thio analogs, 
2667 

Heterocycles fused ring with 
angiotensin antagonists, synthesis, 
evaluation, 173 
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Heterotheca inuloides structural 
functions of tyrosinase inhibitory 
flavonoids, 1443 

Hexapeptides cyclic, prep 
(N-alkyl-Ala’]-RA-VII, anti-tumor 
activity, 1633 

Hexasaccharides 

dermatan with non-glycosamino 
glycan structure, synthesis, 893 
dermatan sulfate, synthesis and 
heparin cofactor II activation, 619 
Histamine 

amselamine selective H,-receptor 
agonist, 1913 

H, receptor antagonists, 
unsymmetrical substit guanidines, 
2907 

HIV 

anti-viral activity of artemisinin 
related trioxanes, 931 

inhibitory activity of coumarins 


from Calophyllum teysmanni \atex, 


1961 

protease inhibitors 
antiviral and oral bioavailable 
hydroxyethylamine, 2273 
asymmetric synthesis cis- and 
trans-y-lactones, 903 
C-2 symmetrical peptoid 
mimics, 1281 
C-2 symmetrical, phosphinic 
acid amide, 1191 
C-2 symmetrical with N,N- 
substit ethylenediamide and 
ethylenediamine linkers, 653 
conformationally constrained 
enzyme design, inhibition and 


X-ray structure of enzyme inhib- 


itor complex, 2199 
conformationally constrained 
HIV protease inhibitor, 499 
conformationally constrained 
macrocyclic peptide-based, 
design, synthesis, 2217 
containing heterocyclic P,’-P,’ 
amide bond isostere, 2441 
D-amino acids as novel P,/P, 
ligands, 1991 
difluorostatone type, replacement 
of phenylalanine side-chain, 241 
difluorostatone type bearing (R)- 
valinol derivs as C-termini, 1213 
dipeptide isosteres, 1385 
nonpeptide based, 2601 
nonpeptide incorporation of 
structural water 1247 


pseudosymmetrical nonpeptidyl, 

design, X-ray crystallography, 583 

symmetry based with hydroxy 

bis-urea isostere, 2343 

with B-hydroxy sulfide isostere, 

715 

with peripheral C-2-symmetry, 

extended transition state mimic, 

2852 

proteinase inhibitors: 
carbocyclic analogs 
hydroxyethylamine, 2759 


analogs, 2769 
HO-DPAT isomers receptor 
binding and stereoselective 
synthesis, 2589 
HOE140 reduced agonist effect on 
endothelium-free femoral artery of 
sheep, 781 
Hoechst 33342 related bisbenz- 
imidazoles, SAR topoisomerase I 
poisons, 2871 
Homoserine phosphate analogs as 
inhibitors of bacterial threonine 
synthase, 273 
Hormones 
growth L-692,429 
nonpeptidy!, SAR, 2709 
replacement 2’-tetrazole moiety, 
1807 
SAR of amino acid side-chain, 
1117 
5-HPETE analogs, synthesis, 
bioevaluation, 253 
178-HSD type 2, inhibitors, 
3-hydroxy-19-nor- 17a-pregna- 
1 ,3,5(10)-triene-2 1 ,17B-carbo- 
lactone, 2045 
5-HT,, selective antagonists, 
| ,1-dipheny]-3-dialkylamino- 
1-silacyclopentane, 415 
5-HT, 
antagonists pyrazolo{ | ,5-a]- 
pyridines and pyrazolo{1,5-a}- 
pyridazines, 695 
receptor antagonist, synthesis 
(endo)-3,9-diaza-bicyclo[3.3.1]}- 
nonan-7-amino derivs, 2373 
receptors, irreversible ligands, 
N-chloro-methy! quinuclidinium 
derivs, 945 
5-HT, receptor 
agonists with nanomolar 
affinity, 1433 
antagonist, ketone analog is high 


affinity partial agonist, 2477 
antagonists, synthesis and 
evaluation of 2-benzyloxy 
substit aryl ketones, 2481 
Hybridization 
ability, design of chimeric 
at-anomeric oligodeoxynucleotides 
with B-anomeric gaps, 1041 
stability oligonucleotides, effect of 
2’- and 3’-substituents, 1969 
thymine-thymine heterodimer with 
peptide nucleic acid, 1081 
urea and carbamate linked 
thymidine dimers incorporated into 
oligodeoxynucleosides, 435 
Hydrolases hydrolysis of 
(+)-chloramphenicol palmitate, 
2941 
Hydrolysis 
bis(p-nitropheny!)phosphate via Ni 
complex of pyrazine-2,5- 
dicarboxylate, 1889 
enzymatic, light emitting substrate 
of phosphotriesterase, 2705 
(+)-chloramphenicol palmitate by 
hydrolases, 2941 
plasma and chemical, diphenyl] 
a-aminomethy! phosphonate 
prodrug inhibitor neutral endo- 
peptidase, 24.11, 899 
stereospecific enzymatic, P-S 
bonds in chiral organophosphate 
triesters, 1473 
Hydrophobic functionalization 
peptidomimetic inhibitors of 
P2\ras farnesyltransferase, 2579 
Hydroxamic acid derivs, 
gelatinase-A inhibitors, 2741 
Hydroxydaphnetoxin derivs 
antileukaemic activity, 2649 
Hydroxyethylamine 
antiviral and oral bioavailable 
inhibitor of HIV protease, 2273 
class of HIV protease antiviral and 
oral bioavailable inhibitors, 2273 
Hydroxyethylamines 
conformationally constrained 
macrocyclic peptide-based 
inhibitors of HIV protease, 2217 
Hydroxyethylene based HIV 
protease inhibitors, P,’-P,' amide 
bond replaced by N-heterocycles, 
2441 
Hydroxyl groups 2’ and 4’°OH 
groups of 8,9-anhydroerythro- 
mycin A 6,9-hemiacetals, 





assessment as motilin receptor 
agonists, 1649 
5-Hydroxytryptamine derivs 
blood brain penetration, 1485 
Hypericin role of oxygen in 
photo-production antiviral activity, 
1339 

Hypoxic cells non-protein thiol 
depletion and radiosensitization by 
2-nitroimidazole deriv with 
NPSH-reactive side chain, 439 


ICE inhibitors, synthesis, 
evaluation peptidyl asparty! 
aldehydes, 2359 

ILV benzofuran analog, protein 
kinase activator, 637 
Imidazo-5-acrylic acid 
angiotensin AT, receptor 
antagonist, 23 
2H-Imidazol-2-one N'-sterically 
hindered angiotensin receptor 
antagonists, synthesis ["H]-SC- 
54628 and, -54629, 111 
Imidazoles 

4-aminomethyl- and 
acylaminomethyl-derivs, balanced 
angiotensin receptor antagonists, 
2229 

angiotensin: antagonists, acyl 
sulfonamides and sulfamides as 
tetrazole replacements, 69 
receptor antagonists, 4,5,6,7- 
tetrahydro-8-carboxymethylidene 
cycloheptimidazole analogs, 1637 
based, aryl-fused angiotensin 
antagonists, 213 

bearing hydroxymethyl! and 
carboxy substituents, angiotensin 
receptor antagonists, 177 
containing analog of distamycin, 
second chloroethyl arm of benzoic 
acid mustard deriv, bioevaluation, 
2421 

containing N to C linked 
distamycin analogs, synthesis and 
DNA binding, 801 

DMP 581 and 811, nonpeptide 
angiotensin receptor antagonists, 
811 

Substit in 5-position, effect on 
balanced angiotensin receptor 
antagonists, 2235 
Imidazolidinones pyrazolones, 
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ACAT inhibitors, chemistry, 
activity, 1095 
Imidazolidinylidene 
propanedinitrile N-3-arylated 
derivs, gastrointestinal motility 
enhancing activity, 615 
Imidazolinones nonpeptide 
angiotensin receptor antagonists, 
1527 

Imidazo[1,2-5]pyridazine 
isosteres of imidazo[4,5-b]pyridine 
angiotensin antagorists, 219 
Imidazo[4,5-b]pyridine 
incorporating heterocyclic acid 
equivs, nonpeptide angiotensin 
receptor antagonists, 41 

series, SARs balanced AT,/AT, 
receptor antagonists, 17 
Imidazo{1,2-a)}pyridines 3-substit, 
antiviral activity, 1937 
Imidazopyridinyl- 
benzofurans related GR1 17289 


angiotensin nonpeptide antagonists, 


725 

Immunophilin 

FKBP12, affinity of FK-506, 1581 
inhibitors on MDR, synthetic 
non-cytotoxic, investigation, 2097 
Immunoreactivity 
penta-O-glycosylated MUC1 
peptide, solid phase synthesis, 
1813 

Immunosensor detection human 
B-lymphocytes, 2429 
Immunosuppressant activity 


cyclosporin A side-chain residue 4, 
tight-binding pocket of calcineurin, 


267 

FK-506, effect of C-11 Me and 
C-13/C-15 OMe substituents, 1457 
macrolide L-683,599, related alkyl 
ether analogs of FK-506, 921 
macrolide L-683,590, related alky! 
ether deriv of FK-506 related 
alkyl ether deriv of FK-506, 927 
Indanes trisubstit, synthesis, bio- 
activity, design dipeptide helical 
mimetics, 2825 

(-)-Indolactam fluorine substit, 
synthesis activity, core structure of 
teleocidins, 431 

Indoles 

1,4-substit, angiotensin receptor 
antagonists, 145 

cannabimimetic, design, synthesis, 
pharmacology, 563 


Indolizidinedione oxime inhibitors 
of acetyl-coenzyme A carboxylase, 
1983 
Indolocarbazoles 
aza analogs of staurosporine and K 
252a as PKC inhibitors, 495 
nitrogens linked by 3-atom 
bridges, PKC inhibitors, 1333 
Indolylmaleimide mono derivs, 
ATP competitive PKC inhibitors, 
2845 
Inhibition 
AT, specific angiotensin receptor 
binding by tetrahydroisoquinoline 
derivs, 57 
B-lactamase, anacardic acids and 
analogs, 1423 
Ca**-ATPase activity of 
thapsigargin locked analog, 657 
cartilage degradation by 
thiazoloisoquinolinones, 843 
DNA topoisomerase II by substit 
1 ,2,3,4-tetrahydro-B-carboline 
derivs, 2411 
dual, neutral endopeptidase and 
angiotensin converting enzyme by 
N-phosphonomethy! and 
N-carboxyalkyl dipeptides, 2715 
effect of changes at allylic center 
C1 side chain squalestatins, 2683 
endopeptidase 24.11 and 
angiotensin converting enzyme by 
4-substit proline derivs, 2673 
enzyme, design, and X-ray 
structure of enzyme-inhibitor 
complex, 2199 
farnesy! transferase, cysteine and 
methionine linked by carbon 
pseudopeptides, 2775 
HIV, activity of coumarins from 
Calophyllum teysmannii latex, 
1961 
HIV protease 

C,-symmetrical phosphinic acid 

amide, 1191 

dipeptide isosteres, 1385 
HSV-1 and -2 and human 
cytomegalovirus by stereoisomers 
of 2’-deoxy-3’-oxa-5(E)- 
(2-bromovinyl)uridines and 4’-thio 
analogs, 2667 
human collagenase by 
aminophosphonic acid derivs, 
modification P, residue, 2833 
human types | and 2 steroid 
Sa-reductase, HPLC separation 
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LY 191704, LY266111 
stereoisomers, 1365 
NE uptake combined with a, 
antagonism, ABT-200 
antidepressants, 1319 
neuraminidase, 4-azido, amino and 
acetamido substit sialosides study, 
2457 
oxidosqualene cyclase by substit 
quinolizidines, 1317 
respiratory, is an intact B/C ring 
system essential in rotenoids? 505 
RTEM-1! -lactamase by boronic 
acid, 1229 
selectivity of staurosporine derivs 
towards protein kinase C, 399 
serine B-lactamase activity, 
dipeptide phosphonamidate 
analogs, 1667 
steroid 5a-reductase by inverted 
competitive inhibitors, 847 
stromelysin-1 by peptidy] 
phosphinic acids, 1221 
tubulin polymerization, 2- 
methoxyestradiol binding to 
colchicine binding site, 1725 
tyrosinase flavonoids from 
Heterotheca inuloides, structural 
functions, 1443 
Inhibitors 
17B-hydroxysteroid 
dehydrogenase 
type 1, 16a-propyl derivs of 
estradiol, 2129 
type 2,3-hydroxy-19-nor-17a- 
pregna- | ,3,5(10)-triene 
21,17B-carbolactone, 2045 
3-acetoxy-2,2’-bi- 1 H-indol, ATP 
binding to DnaA, protein initiating 


chromosomal replication in E. coli, 


1771 
5-HPETE analogs, leukotriene 
biosynthesis, 253 
5-lipoxy genase 
antiinflammatory activity, Ro- 
24-0553, 339 
orally active benzoxepin and 
benzothiepin derivs, 549 
PAF antagonists with antihist- 
aminic properties, pyrrolo-1,4- 
benzoxazine derivs, 2383 
5a-reductase, synthesis B-nor-4- 
aza-Sa-androstane, 729 
a,B-diamino-a,B-difluoroketones 
of human leukocyte, 2175 
a.-glucosidase, mechanism-based, 


a-D-glucopyranosy! phenyldiazo- 
methane, 599 

a-ketothiazoles of prolyl 
endopeptidase, 831 

ACAT, chemistry, activity 
imidazolidinones, pyrazolones, 
1095 

acceptor analogs of bovine B-1,4- 
galactosy! transferase, 391 


activity of thrombin and cell perm- 


eability of amino-heterocyclic 
guanidine surrogates, 2165 
alkaloid penazetidine A of protein 
kinase C, 2447 
aminophosphonate, endothelin 
converting enzyme, potency- 
enhancing and selectivity- 
improving phosphoramidon, 1257 
angiotensin converting enzyme: 
containing ot-hydroxy 
ketomethylene dipeptide 
isosteres, 2799 
plus neutral endopeptidase by 
mercaptoacy! dipeptides, SAR 
studies, 1783 
AT, selective quinazolinone 
angiotensin binding, L-161,638, 
1479 
bacterial threonine synthase, 
synthesis homoserine phosphate 
analogs, 273 
bisindolylmaleimide protein kinase 
C, Ro 32-0557 conformationally 
restricted tertiary amine side chain, 
1303 
BSO and y-glutamyl-cysteine syn- 
thetase, ability to deplete 
glutathione and alter drug 
metabolizing enzymes, 935 
C-2-symmetric, synthesis HIV-|! 
protease with N,N’-substit 
ethylenediamide and 
ethylenediamine linkers, 653 
calcineurin, based on structure and 
SAR FK506, 2501 
cAMP-dependent protein kinase 
inhibitor/substrate, ether based 
peptide analog, 553 
camptothecin, synthesis, evaluation 
flexible analogs topoisomerase, 
2753 
cancer cell growth, isolation, 
structure of antineoplastic agent 
phakellistatin 5, 2091 
centrally constrained, 
3-dimensional requirements 


fibrinogen nonpeptide receptor 
antagonists, 1841 
CP-71,362, of rat and dog renin, 
589 
cyclic peptides differentiating 
serine proteases chymotrypsin and 
subtilisin Carlsberg, 2123 
design fibrinogen nonpeptide 
receptor antagonists, 1835 
conformationally constrained 
macrocyclic peptide-based, of HIV 
protease, 2217 
diphenylborinic acid of serine 
proteases, 2417 
DNA topoisomerase 
synthesis ring-A-opened 
isopicropodophyllins, 1513 
water-soluble 7-(acylhydra- 
zono)-formyl camptothecins, 
579 
dual metalloprotease: 
constrained peptido mimetics of 
mercaptoacy! dipeptides, 1789 
effect of substit and stereo- 
chemistry on benzazepinone 
based mercaptoacetyls 1796 
thiazepines and thiazines as 
constrained peptidomimetic 
surrogates in mercaptoacy] 
dipeptides, 2193 
utilization bicyclic and 
monocyclic diazepinone based 
mercaptoacetyls, 2055 
dual thromboxane synthase/ 
thromboxane receptor antagonist, 
orally effective oxa-prostanoid 
analogs, 2073 
enzyme, stereochemical approach 
to design, 2297 
EPSPS, symmetrical 3,5-disubstit 
benzoate analogs, 2605 
evaluation dimethyl-2-methy]-2- 
oxo- | ,3-dioxa-4-hexadecy]-6-aza- 
2-phosphacyclooctane bromide 
derivs, 883 
gelatinase-A, carboxylic and 
phosphonic acid derivs, 2741 
glycosidase, N-pheny! cyclic 
isourea derivs of 5-amino and 5- 
amino- | -C-(hydroxymethy])-cyclo- 
pentane-| ,2,3,4-tetraols, 2643 
hydroxamic acid derivs, 2741 
HIV protease 
C,-symmetric, peptoid mimics, 
1281 
conformationally constrained, 





499 
containing heterocyclic P,-P, 
amino bond isostere, synthesis, 
activity 2441 
D-amino acids as P,/P, ligands, 
1391 
design of nonpeptide, 
incorporation of structural 
water, 1247 
difluorostatone type, replacement 
of P, phenylalanine side chain, 
241 
difluorostatone type, bearing 
(R)-valinol derivs as C- 
terminal, antiviral activity, 1213 
N-(2,3-dihalogenopropyl)- and 
N-allylglycine containing 
polypeptides, 2553 
pseudosymmetrical nonpeptidyl, 
design, SAR, X-ray crystal- 
lography, 583 
rational design, enzyme 
inhibition and X-ray structure of 
enzyme-inhibitor complex, 2199 
symmetry based with hydroxy 
bis-urea isostere, 2343 
synthesis, useful asymmetric 
synthesis cis- and trans- 
y-lactones, 903 
with B-hydroxy sulfide isostere, 
715 
with peripheral C,-symmetry, 
extended transition state mimic, 
2851 
HIV proteinase: 
carbocyclic analogs 
hydroxyethylamine, 2759 
evaluation L-735,524 pyridyl 
analogs, 2769 
human leukocyte elastase: 
selective mechanism-based 
benzisothiazolones, 1801 
serine proteases, synthesis, 
evaluation thiazinoindole derivs, 
2399 
hydrophobic peptidomimetic of 
P2Iras farnesyltransferase 
synthesis, 2579 
ICE, synthesis, evaluation peptidy] 
aspartyl aldehydes, 2359 
immunophilin on MDR, synthetic 
non-cytotoxic, investigation, 2097 
indolizidinedione oxime of 
acetyl-coenzyme A carboxylase, 
1983 
leukotriene biosynthesis, 
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LTA, analogs, 257 
new arachidonic acid analogs, 247 
new leukotriene analogs, 261 
non-peptide based, human HIV 
protease, 2601 
non-steroidal diene acid, human 
type 2 steroid a-reductase, 2327 
N-pheny] cyclic isourea deriv 
5-aminocyclo-PDE IV, SAR 
catechol subunit rolipram, 1855 
peptide based P2Iras farnesy] 
transferase, modification of tetra- 
peptide CA,A,X motif, 887 
peptidyl-prolyl isomerase, 
synthetic FKBP ligands, 315 
phenol based tripeptide, of ras 
farnesyl protein transferase, 1883 
phospholipase D, Sch 49211 and 
49212 produced by Nattrassia 
mangiferae, 1539 
phosphonate of neutral 
endopeptidase 24.11, effect of 
heteroatom substit, 539 
phosphonate norstatine renin, prep 
of series, 2005 
PKC: 
aza analogs of staurosporine 
and K 252a, 495 
bisubstrate, design, synthesis, 
2845 
indolocarbazole nitrogens 
linked by 3-atom bridges, 1333 
plus carnitine transferase derivs 
by phosphacyclo-octane bromide 
deriv, 883 
selective, in model Graft-vs-Host 
disease, 2451 
protein-tyrosine kinase, synthesis 
brominated |-phenyl-2-pyridyl- 
ethenes, 1729 
prototypical non-peptide model for 
enzyme renin, 1697 
pseudopeptide, aminopeptidases 
with ‘Y[(CH(CN)NH)]-surrogate as 
transition state mimic, 1491 
pyridine, piperidine derivs of 
dihydrodipicolinic acid synthase, 
key enzyme in diamino-pimelate 
pathway to L-lysine, 2267 
renin: 
identification efficacy after oral 
or intravenous admin, 1291 
tetrahydroisoquinoline as 
phenylalanine replacement, 
2029 
reversible, of interleukin-1B 


converting enzyme by activated 
ketones, 1965 
serine protease, | ,3-oxazino- 
[4,5-b]indole-2,4-(1H,7H)-diones 
and 5,6-dimethylpyrrolo[2,3-d]- 
1 ,3-oxazin-2,4-(1H,7H)-diones, 
949 
squalene synthase 
3-hydroxymethy! derivs squale- 
statins, 1931 
acyclic mimics zaragozic acids, 
1591 
synthesis monocyclic squale- 
statin analogs, 2155 
squalestatin, monocyclic analogs 
based on 1,3-dioxane ring for 
squalene synthase, 661 
structurally non-related endotoxin, 
design, synthesis, biological 
properties, 1691 
subtype-selective of monoamine 
oxidase, coumarin synthesis, 1195 
thromboxane synthase activity 
combined with thromboxane 
receptor antagonist activity, 
bioevaluation, 2067 
topo II, structural requirements, 
1643 
uroporphyrinogen III synthase, 
activity of hydroxymethylbilanes, 
1105 
Inotropic agents stereoselectivity, 
positive effects of diazinone 
cardiotonics, 2585 
Insecticides organophosphate, 
stereospecific enzymatic hydrolysis 
P-S bonds, 1473 
Insulin release from pancreatic 
islets by conduritols A and B, 
2307 
Interleukin-1$ converting 
enzyme, reversible inhibition by 
activated ketones, 1965 
Internucleoside achiral 
O-CH,-CH, linkages, 1497 
§-lodoethoxyl group as stable 
unit radioiodination, 1687 
lodophenols Se-mediated de- 
iodination, mechanism of 
5’-thyronine deiodinase model, 
1353 
lonic effects on single stranded 
DNA binding by circular 
oligodeoxynucleosides, 965 
Isoarecolones selective central 
nicotinic agonists crossing blood- 





Bioorganic & Medicinal Chemistry Letters 


brain barrier, 573 

2-Isocephems 

dihydroxypyridone moiety at C-7, 
anti-pseudomonal activity, 1601 
Isomerase peptidy!-prolyl, 
inhibitors, synthetic FKBP ligands, 
315 

Isopicropodophyllins ring-A- 
opened, synthesis DNA 
topoisomerase II inhibitors, 1513 
Isothiazoloquinolinones cartilage 
degradation inhibition, 843 
Isourea N-phenyl cyclic deriv 
5-aminocyclopentane-polyols, 
enzyme inhibition of sugar 
hydrolases, 2643 

Isoxazolidiny! angiotensin receptor 
antagonist CL332,877 and 
enantiomers, synthesis and 
bioevaluation, 1709 
6-Isoxazoliny! and isoxazolidiny! 
quinazolinones angiotensin 
receptor antagonists, 1703 


K 


K opiate arylacetamido-type 
receptor agonists EMD 61753 
representative, 677 

Ketones 


activated, reversible inhibitors, 
interleukin- 1 converting enzyme, 
1965 

aryl, 2-benzyloxy substit, synthesis 
and evaluation as 5-HT, receptor 
antagonists, 2481 

related benzoate 5-HT, receptor 
antagonists RS-23597 are high 
affinity partial agonists, 2477 
a-Ketothiazoles inhibitors of 
prolyl endopeptidase, 831 
Kinetics 

deacetylation, acety! migration, 
peracetylated 1-methy!l a,B-D- 
glucopyranosides by Candida 
lipase hydrolysis, 1629 


L 


L-158,809 incorporation 
phenylthiophene and 
benzoylsulfonamide groups, 
binding affinity to angiotensin AT, 
and AT, receptors, 189 

L-161,638 AT, selective quinazoli- 
none angiotensin binding inhibitor, 


1479 

L-163,579 angiotensin antagonists 
with equipotent affinity for human 
AT, and AT, receptor subtypes, 
2337 

L-683,590 immunosuppressive 
macrolide, related alkyl ether deriv 
of FK-506, 921 

L-685,434 HIV-1 protease 
inhibitor, SAR, 499 

L-692,429 

amino acid side-chain, SAR, 1117 
benzolactam growth hormone, 
replacement 2’-tetrazole moiety, 
1807 

nonpeptidy! growth hormone, 
SAR, 2709 

L-700,497 complex with HIV-1! 
protease, X-ray crystal structure, 
499 

L-735,524 HIV proteinase 
inhibitors, evaluation pyridyl] 
analogs, 2769 

L-aspartate conformationally 
restricted analogs, neurobiological 
action of pyrrolidine-2,3- 
dicarboxylic acids, 1851 

L-EP D-EP, Ser-Leu-Gly unit 
replaced by ether-containing 
peptide surrogate, PKA inhibitors, 
553 

Labelling antibodies with ”"’Tc 
using methylphosphonylated 
bifunctional cyclams as chelators, 
2597 

§-Lactamase 

evolution, starting point?, 2291 
inhibition, anacardic acids and 
analogs, 1423 

Lactams 

biphenyltetrazole, angiotensin 
mediated antihypertensive agents, 
87 

carbacephem structural types, 
2279, 2285 

recognizing enzymes exhibit 
different structural specificity in 
acyclic amide and ester substrates, 
2291 

Lactones 

cis- and trans-, useful in HIV-1 
protease inhibitor synthesis, 903 
medium sized reaction with PK C, 
543 

PK-C binding affinity, effect side 
chain orientation of 


conformationally restrained diacyl- 
glycerol analogs, 2405 
Leishmania donovan phospho- 
glycan fragments, synthesis, 785 
Leishmanicides 
5-cyano-6-substit-2-thiouracils and 
mono- and bi-cyclic derivs, 2653 
quinazolinones and | ,2,4-triazolo- 
quinazolinones, 2087 
Leucine aminopeptidase 
overexpression allows E. coli 
proline auxotroph to grow faster 
on prolinamide, 2555 
Leukocyte elastase 
human, inhibition by peptidic 
a,B-diamino-c,B-difluoroketones, 
2175 
serine protease, synthesis thiazino- 
indole derivs inhibitors, 2399 
Leukocytes human elastase, 
selective mechanism-based 
benzisothiazolone inhibitors, 1801 
Leukotrienes 
biosynthesis inhibitors, evaluation 
5-HPETE analogs, 253 
LTB, analogs, biological 
evaluation, 257, 261 
LTB, antagonists: 
benzenepropanoic acids with 
chromanone or naphthalenone 
moieties, 2883 
orthophenylphenol, receptor 
antagonists, SARs, 795 
synthesis, properties, 1461 
LTB, receptor antagonists 
SC-53228 with high intrinsic 
potency and selectivity, 811 
xanthone dicarboxylic acid, in 
spatial LY292728 analogs, 2077 
Library potentially 1600 
amides/esters, synthesis, 
bioevaluation, rapid compd 
generation, screening, 2821 
Ligands o phenytoin derivs, 2185 
Ligation assembly branched DNA 
molecules, 1011 
Lipase 
catalysed regioselective synthesis 
diester crowns, macrocycles 
containing 1,3-bis(1H-pyrazol- 
1-yl)propane unit, 2523 
hydrolysis peracetylated |-methyl 
a,B-D-glucopyranosides, acetyl! 
migration and deacetylation, 1629 
Lipophilicity morphine glucuron- 
ides conformation dependency 





calculated from molecular 
lipophilicity potential, 737 
Lipopolysaccharides endotoxicity, 
role of structure, 1691 
5-Lipoxygenase 

inhibitor with antiinflammatory 
activity, Ro-0553, 339 

inhibitors, orally active benzoxepin 
and benzothiepin derivs, 549 

PAF antagonists with 
antihistaminic properties, 
inhibition, design pyrrolo- 

1 ,4-benzoxazine derivs, 2383 
Lithioquinuclidin-2-ene 
intermediate for muscarinic 
agonists and antagonists, 2837 
LY191704, LY266111 
stereoisomers HPLC separation, in 
vitro inhibition human types | and 
2 steroid Sa-reductases, 1365 
LY289612 

HIV-1 protease inhibitor, D-amino 
acids as P,/P, ligands, 1391 

prep as HIV-1 protease inhibitors, 
715 

LY292728 spatial analogs, 
xanthone dicarboxylic acid LTB, 
receptor antagonist, 2077 
B-Lymphocytes human, detection 
by immunosensor, 2429 
Lysozyme release role of ester 
bond in various positions of 
chemotactic tripeptides, 1551 


M 


Macrophage lipid mediator 
production effect of scalaradial 
lacking o,B-unsat aldehyde, 1873 
Maesa lanceolata structure of 
maesaquinone, 1131 
Maesaquinone structure, | 131 
MDR immunophilin inhibitors, 
synthetic non-cytotoxic, 
investigation, 

2097 

Mechanisms 

5’-thyronine deiodinase model 
Se-mediated deiodination 
iodophenols, 1353 

antibody activity chorismate 
mutase, 2945 

arylamine-DNA adduct formation, 
2323 

based inhibitors of human 
leukocyte elastase, 
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benzisothiazolones, 1801 
enzymatic inactivation bleomycin, 
B-amino-alaninamide moiety 
enzyme-dependent molecular 
switch, 705 
Melatonin 
5-OMe group not essential for 
biological activity, 1555 
biological activity indole derived 
analogs with restricted 
conformations of C-3 amidoethane 
side chain, 1559 
receptor mapping 
C-5 OMe group not essential for 
biological activity, 1555 
indole derived analogs with 
restricted conformation C-3 
amidoethane side chain, 1559 
Mercaptoacyl 
benzo-fused azepinones, metallo 
protease constrained peptido 
mimetic inhibitors, 1789 
dipeptides, dual inhibitors, ACE 
and NEP, SAR studies, 1783 
metalloprotease constrained 
peptidomimetic inhibitors, 1789 
thiazines, thiazepines as 
constrained peptidomimetic 
surrogates, 2193 
Mesoporphyrinogen conversion 
to monovinylic product by 
coproporphyrinogen oxidase 
preparation, 1607 
Metalloporphyrins mimics of 
cytochrome P-450 systems, 2867 
Metalloprotease 
dual inhibitors 
bicyclic and monocyclic 
diazepinone based mercapto 
acetyls, 2055 
thiazepines and thiazines as 
constrained peptidomimetic 
surrogates in mercaptoacy] 
dipeptides, 2193 
inhibitors 
constrained peptidomimetics of 
mercaptoacy! dipeptides, 1789 
effect of substit and stereo- 
chemistry on benzazepinone 
based mercaptoacetyls, 1795 
Methimazole structure, 
consequences for therapeutic 
models of Graves disease, 1357 
Methionine 
cysteine, linked by carbon 
pseudopeptides, farnsey] 


transferase inhibition, 2775 
replacement in biologically active 
peptides, 2263 
5-Methoxycarbonyl- 
2’-deoxyuridine convertible 
nucleosides, 361 
Methyl-2-oxobutanoate ethy! 
ester, reduction by enzymes callus 
of Catharanthus roseus 907 
Methyleneamino linked pyridines, 
synthesis, properties, SAR, 
angiotensin receptor antagonists, 
139 
(Methylenecyclopropy!)methyl 
systems radical probes, ring 
opening by competition trapping 
reactions, 2693 
1-Methylguanosine substit of 
conserved guanosine residues 
inactivates Hammerhead ribozyme, 
2189 

2’-O-Methyloligo( pyrimidine )- 
nucleotides effects of 5-methyl- 
substit on triple helix formation, 
1029 

Methylotrophic yeasts alcohol 
oxidase 2-methyl-1-butanol 
oxidation, 1745 
5-Methylthioribose 1-a-phos- 
phate synthesis phosphonate 
analog, 1537 

Mezerein antileukaemic activity of 
12-hydroxydaphnetoxin derivs, 
2649 

Microtubules binding taxol 
analogs, analysis, comparative 
molecular field derived model, 
2211 

Microwaves accelerated prep 
aryl-2-(N,N-diethylamino)- 
ethylethers, 2627 

Mimetics 

dipeptide helical, synthesis, bio- 
activity trisubstit indanes, 2825 
neurotensin, partially nonpeptide, 
synthesis, 1241 

Mimics 

§-turn, adamantane and nipecotic 
acid derivs, 1361 

cytochrome P-450 systems, 
metalloporphyrins, 2867 

peptoid, HIV-1 protease C,- 
symmetric inhibitor, 1281 
Mitonafide analogs stabilization 
DNA topoisomerase II cleavable 
complex, 1643 
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MMP-3 inhibition by peptidy| 
phosphinic acids, 1221 
Models 
comparative molecular field 
derived, analysis binding taxol 
analogs to microtubules, 2211 
mechanism 5’-thyronine 
deiodinase, Se- mediated deiodin 
ation iodophenols, 1353 
molecular 
2’-O-methy]-6,3’ -ethanouridine, 
synthesis, introduction into 
antisense oligonucleotides, 237 
cannabimimetic indoles, 563 
neocarzinostatin activation, 309 
prototype, NK-2 tachykinin 
receptor antagonists, 1397 
non-peptide inhibitors for enzyme 
renin, design, synthesis, 1697 
therapeutic, Graves disease, 
consequences of methimazole 
structure, 1357 
Molecular field analysis 
benzopyran-4-carbothioamide 
K-channel opener, 2903 
Monoamine oxidase 
subtype-selective coumarin 
inhibitors, 1195 
Monogalactosy! diacylglycerols 
anti-tumor activity relationship, 
1619 
Monosaccharides 5-phostones, 
synthesis glycomimetics, 2763 
Morphine 
glucuronides, conformation 
dependency of lipophilicity 
calculated from molecular 
lipophilicity potential, 737 
stereochemically defines analogs 
with C3-substituents, 2527 
Morpholine analogs substance P 
antagonists, assessment 3-point 
binding model, 1917 
Motilin 
receptor agonist 
acid-stable, orally active 
macrolide GM-611 and derivs, 
1347 
bioevaluation 2’- and 4’’-OH 
groups of [8,9]-anhydroerythro- 
mycin A 6,9-hemiacetals, 1649 
MUCI penta-O-glycosylated 
peptide, solid phase synthesis and 
immunoreactivity, 1813 
Mucor miehei lipase catalysed 
regioselective synthesis diester 


crowns, macrocycles containing 
| 3-bis( 1 H-pyrazol-1-yl)propane 
unit, 2523 

Muscarine 

activity, antagonists 3-(5-alkoxy- 
oxazol-2-yl)-1,2,5,6-tetrahydro- 
pyridines, 172 

agonists, | ,2,5,6-tetrahydro- 
pyridine oxime ethers with 
electron withdrawing groups, 557 
agonists and antagonists, 
lithioquinuclidin-2-ene inter- 
mediate, 2837 

receptor, functional M, selective 
agonist xanomeline, SARs alkyl 
substit analogs, 2205 

Mustard deriv of imidazole 
containing analog of distamycin, 
bio-evaluation, 2421 


N 


Nanomolar affinity 5-HT, 
receptor agonists, 1433 
1,8-Naphthyridin-2(1H)-one ring 
system, angular tricyclic ether 
derivs, anti-allergy agents, 1327 
Nattrassia mangiferae Sch 49211 
and 49212 phospholipase D 
inhibitors, 1539 
Neocarzinostatin DNA complex, 
molecular modelling, 309 
Neplanocin 6’ R-config essential 
for antiviral activity of 6’-C- 
methyl-3-deazaneplanocin A’s, 605 
Neuraminidase inhibition, 
4-azido, amino and acetamido 
substit sialosides study, 2457 
Neurobiological action 
pyrrolidine-2,3-dicarboxylic acids 
conformationally restricted analog 
L-aspartate, 1851 

Neurokinin NK-2 receptor 
antagonists, nonpeptide, GR159897 
and related analogs, 1951 
Neurotensin mimetics partially 
nonpeptide, synthesis, 1241 
Nickel complex of 
pyrazine-2,5-dicarboxylate, 
bis(p-nitropheny!)phosphate 
hydrolysis, 1889 

Nicotine selective central agonists 
isoarecolones and arecolones 
crossing blood-brain barrier, 573 
Nipecotic acid derivs, adamantane, 
§-turn mimics, 1361 


2-Nitroimidazole deriv with 
NPSH-reactive side chain, 
radiosensitization and non-protein 
thiol depletion of hypoxic cells, 
439 

Nitrosoureas 

diamino acid derivs, stability, 2697 
more stable than CCNU, 2353 
Nitroxide second generation spin 
probe for DNA dynamics study, 
98 | 

NK-1 

acyclic antagonists, replacement 
for benzhydry! group, 2161 
human, piperidine-ether based 
antagonists, stereochemical 
requirements, 2545 

nonpeptide antagonists, 
perhydropyranopyrroles, 669 
prototype, RPR 100893, synthesis 
triarylperhydroisoindols, 673 
receptor, interaction with benzylic 
heteroatom morpholine based 
substance P antagonists, 1917 
recognition of conformation, role 
of quinuclidines framework, 1903 
NK-2 receptor 

neurokinin antagonists, nonpeptide, 
GR159897 and related analogs, 
1951 

tachykinin antagonists, design, 
synthesis prototype model, 1397 
NMDA receptor-channel complex, 
glycine antagonists, synthesis, 
SAR 2H-1,2,4-benzothiadiazine- 

1 ,1-dioxide-3-carboxylic acid 
derivs, 2735 

NMR 

identification fluorescent glucoside 
from protein-free extract human 
lens, 2303 

structure pimolin dimeric furo- 
chromone isolated from Pimpinella 
monoica, 2425 
B-Nor-4-aza-5c-androstane 
5a-reductase inhibitors, 729 
Norstatine renin phosphonate 
inhibitors, prep of series, 2005 
Noviosylcoumarin 

antibacterial antibiotics with C-3’ 
ester introduction, 1623 

NS 257 AMPA receptor 
antagonist, 371 

Nuclease resistance design of 
chimeric a-anomeric oligo- 
deoxynucleotides with B-anomeric 





gaps, 1041 

Nucleosides 

2’-deoxy- and 2’ ,3’-dideoxy- 
derivs, with antiviral activity, 
stereoselective syntheses, 861 
4’-fluoroalky|l-2’ ,3’-dideoxy 
enantiomerically pure, asymmetric 
syntheses, 1577 
(2’S)-2’-deoxy-C-methy]-5-iodo- 
uridine anti-herpes virus agent, 
367 

achiral internucleoside O-CH,-CH, 
linkages, 1497 

anti-HIV analog AZT, diary! 
phosphate derivs as pro-drugs with 
reduced cytotoxicity, 427 

antiviral [(2’S,3’S)-bis(hydroxy- 
methy])azetidin- |-yl}pyrimidine 
nucleosides, oxetanocin-A analogs, 
2083 

convertible, 5-methoxycarbony!- 
2’-deoxyuridine, 361 

disubstit 1,3-dioxolanes and 1,3- 
oxathiolanes containing (£)-5-(2- 
bromovinyl)-uracil, activity against 
HSV-1, -2 and HCMV replication, 
2667 

enantiomerically pure 4’-fluoro- 
alkyl-2’ ,3’-dideoxy-, asymmetric 
synthesis, 1577 

nucleotides, silylated, deprotection 
using triethylamine 
trihydrofluoride, 1345 
phosphoramidite, with masked 
thioalkyl function in 2’-position, 
995 

silyl, deprotection with KF/18 
crown-6, 2171 

Nucleotides 

3’-modified as chain terminators 
for DNA sequencing, 1975 

abasic, incorporation stem-loop II 
hammerhead ribozymes, synthesis 
1-deoxy-D-ribofuranose phosphor- 
amidite, 1715 


oO 


Octanoamide phenoxyproline, 
chiral recognition angiotensin 
receptor antagonists, 51 
Octapeptide axinastatin 5 
inhibition of cancer cell growth, 
isolation from Axinella carteri, 
2935 

Oligosaccharides crown ethers, 
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drug-targetting vectors, bio- 
evaluation, 1123 
Oligodeoxynucleosides 
circular, binding single stranded 
DNA, solvent, pH, ionic effects, 
965 
incorporation of urea and 
carbamate linked thymidine 
dimers, synthesis, hybridization, 
435 
Oligodeoxynucleotides 
5-(1-propynyl!)-2’-deoxyuridine 
formacetal and thioformacetal 
dimer synthons, 1061 
chimeric G-anomeric with 
B-anomeric gaps, design, 
hybridizing ability and nuclease 
resistance, 1041 
containing 3’-ribothioformacetal 
phosphate analog, prep, character- 
ization and binding properties, 807 
post-synthetically modified, 
analysis by electrospray ionization 
MS, 1869 
stereospecific tethering reporter 
groups to phosphate backbone, 
1001 
Oligodeoxyribonucleotides 
amino linkers at 5-position of 
2’-deoxyuridine, post synthetic 
modification method, 361 
containing dimers with carbamate 
moieties as replacement of 
phosphodiester linkage, 405 
phosphorothioates, antisense, 
synthesis, 2017 
synthesis using various sulfurizing 
reagents, 1519 
Oligo(nucleoside phosphorothio- 
ate)s stereocontrolled synthesis, 
1037 
Oligonucleotides 
2-5A, 5’-dephosphorylation when 
phosphodiesterase resistance is 
built into 2-5A analog, 2609 
2’- and 3’-substituents, effect on 
hybridization, stability, 1969 
antisense: 
application, cholic acid, 
conjugates, 1053 
comparison of flexible and 
rigid backbones, 395 
introduction of 2’-O-methyl- 
6,3’-ethanouridine, 237 
modified linear and folded, with 
sequences containing secondary 


structure elements, 1019 
phosphorothioates with segments 
of oligodeoxynucleotides and 
2’-O-methyloligoribonucleo- 
tides, 2929 
containing modified adenine or 
guanine bases, duplex stability, 
971 
enzyme labelled by reductive 
amination, 1005 
incorporation: 
6-amino-2’-O-methylcytidine, 
1025 
di-, tri- and tetrameric building 
blocks with carbamate 
internucleoside linkages, 1065 
mixed analogs with acyclic 
carbohydrate moiety and N-cyano- 
guanidine function, 1203 
site-specific polyamine conjugates 
synthesis, 1733 
solid phase biotinylation, synthesis 
biotin phosphoramidites, 1761 
sulfonamide containing, synthesis, 
properties, 1071 
thiol mediated labeling in minor 
groove, 995 
with spin-labelled 2’-deoxycytidine 
and 2-methyl-2’-deoxycytidine, 
probes for structural motifs of 
DNA, 977 
Oligosaccharides 
O-linked glycan with repeating 
lactosamine unit, stereocontrolled 
synthesis, 2805 
thio-B-cyclodextrins drug targetting 
vectors, synthesis, | 127 
Oligothymidylate analogs with 
stereoregulated phosphorothioate 
and phosphodiester likages in 
alternating manner, 2663 
Organophosphates chiral triesters, 
stereospecific enzymatic hydrolysis 
P-S bonds, 1473 
Oxa-prostanoids analogs, orally 
effective dual thromboxane 
receptor antagonist/thromboxane 
synthase inhibitor, 2073 
Oxazepino[3,2-a]indole derivs 
5-HT, receptor antagonists, 667 
1,3-Oxazin-2,4-diones derivs as 
serine protease inhibitors, 949 
Oxazino[3,2-a]indole derivs 
5-HT, receptor antagonists, 667 
Oxaziridines chiral, N-centered 
radical, use in cis-5-phenyl- 
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methyl-D-proline synthesis, 2461 
Oxazolo[3,2-a]indole derivs, 
5-HT, receptor antagonists, 667 
Oxetanes 2,2,4-trisubstit, azole 
antifungal agents, 1313 
Oxetanocin-A 

analogs, antiviral [(2’S,3’S)-bis- 
(hydroxymethy])-azetidin- | -y1}- 
pyrimidine nucleosides, 2083 
antiviral activity of alkylphos- 
phonic acid derivs, 1991 
Oxidation 2-methy!-1-butanol by 
alcohol oxidase from methylo- 
trophic yeasts, 1745 
Oxidosqualene cyclase inhibition 
by substit quinolizidines, 1317 
Oximes primary and secondary 
derivs cyclodextrin, synthesis, 
2041 

Oxiranol carbamates 

2~*H, derivs, prep using Se 
chemistry, 291 

thermolysis and reaction with 
adenosine, 291 
2’-Oxoanabasine 


1’-N-methyl-deriv, cotinine analog, 


synthesis, 515 
15-Oxoprostaglandins anti- 
proliferative activity, contribution 
@-chain enone group to 
cytotoxicity, 1739 
5-Oxopyrrolidine-2-carboxylic 
acids hydrazides, |-(substit 
benzenesulfonyl!) deriv, 
antineoplastic agents, 377 
OXTP muscarinic antagonist 
activity, 1721 
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Paclitaxel-2’-carbonates 
evaluation as antitumor agents, 
1861 

Palladium cross-coupling, 
synthesis | ,2,4-triazine-(2H,4H)- 
3,5-dione anti-coccidial agent, 835 
synthesis C3-substit 3-deoxy- 
morphines, 2527 

Papain 3-acetyl-pyridinium and 
quinolinium derivs, reaction with 
pyruvate giving stable adduct, 
1415 

PD144723 stereospecific 
anticonvulsant, enantioselective 
synthesis, 823 

Penazetidine A alkaloid inhibitor 


of protein kinase C, 2447 
D-Penicillamine derivs 
antiarthritic agents, | 167 
Penicillin 

G, acylase immobilized, substrate 
specificity, 345 

prodrug benzyl-penicillin methy! 
phosphate, RTEM f-lactamase 
inactivation, 1225 

Pentapeptides 

containing N-(2,3-dihalogeno- 
propyl)- and N-allyl-glycine, anti- 
HIV activity, 2533 

cyclic, prep in solution, 1613 
synthesis in soln, prep 
representative ET,-selective 
antagonist BQ-123Na, 1613 
Pentopyranosy! analog of D4T 
monophosphate, stereospecific 
synthesis, 1199 

Peptides, 

biologically active, methionine 
replacement, 2263 

bond, role chemotactic 
For-Met-Leu-Phe-OMe focused by 
depsipeptide analogs, 1551 
conformationally mobile, inclusion 
light-switchable amino acid, 2145 
cyclic, inhibitors differentiating 
serine proteases chymotrypsin and 
subtilisin Carlsberg, 2123 
double-strand RGD as GPIIb/IIIa 
receptor antagonists, SARs, 1749 
mimetic of L-type Ca channels, 
CD, 817 

nucleic acid, with chiral backbone 
based on alanine, 1077 
thymine-thymine heterodimer, 
co-oligomerization and 
hybridization, 1081 
Peptidomimetic surrogates 
constrained, thiazines, thiazepines 
in mercaptoacy! dipeptides, 2193 
Peptidyl aspartyl aldehydes 
evaluation as ICE inhibitors, 2359 
Peptidyl-prolyl isomerase 


inhibitors, synthetic FKBP ligands, 


315 

Peptoids, NSG, proteolytic 
studies, 2657 

Peracetylated 1-methyl «,$-D- 
glucopyranosides hydrolysis by 
Candida lipase deacetylation and 
acetyl migration, 1629 
Perhydrothiopyranopyrroles 
derivs, nonpeptide NK, 


antagonists, 669 

Peroxidase mediated uricolysis, 
silylation, structure of C.H,N,O, 
trapped species, 1685 

PGE, antagonist and analgesic, 
SC-51322, 509 

PH effects on single stranded 
DNA binding by circular oligo- 
deoxynucleosides, 965 

Phagocytic activity dehydrolysine 
analogs of tuftsin, 941 

Phakellia costa isolation structure 
phakellistatin 6, antineoplastic 
activity, 2677 

Phakellistatin cancer cell growth 
inhibitor, isolation, structure of 
antineoplastic agent, 2091 
Pharmacophore driven strategy 
discovery substance P antagonists, 
1865 

1,10-Phenanthroline 4-alkylamino 
substit derivs, Cu-chelation 
chemistry and DNA cutting 
specificity, 2721 

Phenols 

acidic nonpeptide, angiotensin 
receptor antagonists, 207 
tripeptides inhibitors Ras farnesy] 
protein transferase, 1883 
Phenoxyproline octanoamide 
chiral recognition angiotensin 
receptor antagonists, 51] 
cis-5-Phenylmethyl-D-proline 
synthesis using N-centered derived 
chiral oxaziridine radical, 2461 
N-Phenylpyridinylmethy! analogs 
of SC-50560, 1H-1,2,4-triazole 
angiotensin receptor antagonists, 
99 

Phenyithiophene 
benzoylsulfonamides substit, 
binding affinity to angiotensin AT, 
and AT, receptors, 189 
Phenytoin derivs as o ligands, 
2185 

Phosphotriesterase light emitting 
substrate, synthesis and enzymatic 
hydrolysis, 2705 

Phosphates diary! derivs as 
prodrugs of AZT, reduced 
cytotoxicity compared to parent 
nucleoside, 427 
Phosphatidylinositol 3-kinase p85 
subunit, N-terminal fragment, SH3 
domain-mediated dimerization, 
1755 





Phosphinic acids 

amide, C,-symmetrical, HIV 
protease inhibition, 1191 

peptidyl, MMP-3 inhibition, 1221 
Phosphoglycan fragments 
Leishmania donovani synthesis, 
785 

Phosphoglycerate kinase binding 
of phosphonate analogs of 
1,3-bisphosphoglyceric acid, 2567 
Phospholipase 

A,, human synovial fluid, effect of 
scalaradial lacking o,B-unsat 
aldehyde, 1873 

D, inhibitors Sch 49211 and 49212 
produced by Nattrassia 
mangiferae, 1539 

Phospholipids polyunsat, 
enantiospecific synthesis, 827 
Phosphonamidate analogs 
dipeptides, inhibitors serine 
B-lactamase activity, 1667 
Phosphonates 
9-[[(ethoxyhydroxyphosphiny])- 
methoxy }methoxy]guanine isostere 
PMEG monoethy] ester, synthesis 
and anti-HCMV activity, 2241 
analog of 5-methylthioribose 
1-a-phosphate, 1537 

analogs, 1,3-bisphosphoglyceric 
acid, synthesis and binding to 
yeast phosphoglycerate kinase, 
2567 

antiviral activity of alkylphos- 
phonic acid derivs oxetanocin-A, 
1991 

inhibitors of neutral endopeptidase 
24.11, effect of hetero-atom 
substit, 539 

norstatine renin, inhibitors, prep of 
series, 2005 

Phosphonic acid derivs, 
gelatinase-A inhibitors, 2747 
Phosphonomethy! and 
N-carboxyalkyl dipeptides, dual 
inhibition of angiotensin 
converting enzyme and neutral 
endopeptidase, 2715 
Phosphoramidites 
2’-O-(2-thioethy!)-uridine deriv, 
prep, 995 

biotin, synthesis for solid phase 
biotinylation of oligonucleotides, 
1761 

Phosphoramidon 
potency-enhancing and selectivity- 
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improving modification, 
aminophosphonate endothelin 
converting enzyme inhibitors, 1257 
Phosphorothioates antisense 
oligodeoxynucleotides with 
segments of oligodeoxy- 
nucleotides and 2’-O-methyloligo- 
ribonucleotides, 2929 
Phosphorothiolates S-alky! 
dinucleoside, bio-reversible 
reaction to dinucleoside phos- 
phorothioates, 2471 

Phostones carbohydrate, synthesis 
glycomimetics, 2763 
Photoaffinity labels 
non-squalenoid for mammalian 
squalene epoxidase, 2179 
synthesis, bio-evaluation N- 
(4-azidobenzoy])-N-debenzoyltaxol 
and 7-(4-azido-2,3,5,6-tetra- 
fluorobenzoy!)-taxol, 487 
Phycocyanobilin long-wavelength 
absorbing derivs, new structural 
aspects on phytochrome, 2517 
Phytochrome new structural 
aspects, long-wavelength absorbing 
derivs of phycocyanobilin, 2517 
Piezoelectric immunosensor 
detection human B-lymphocytes, 
2429 

Pimpinella monoica dimeric furo- 
chromone, pimolin isolation, 2425 
Pimobendan related 
(6-0xo-3-pyridazinyl)benz- 
imidazoles, angiotensin receptor 
antagonists, 1297 

Pimolin dimeric furochromone 
from Pimpinella monoica 2425 
Pipecolinate dilactones 
macrocyclic mimics, binding 
domain of FK506, 321 
Piperidines 

aromatic conformationally 
restricted, selective sigma receptor 
ligands, 329 

cyclohexane analogs, inhibitors 
HIV proteinase, 2759 

ethers, hNK, antagonists, 
stereochemical requirements, 2545 
gem-disubstit, substance P 
antagonists, 2733 

PKC 

activator, benzofuran analog of 
ILV, 637 

alkaloid penazetidine A inhibition, 
2447 








binding affinity: 
3-O-acyl-2-deoxy- 
L-ribonolactones with different 
acyl chains, changes, 355 
-lactones, effect side chain 
orientation of conformationally 
restrain diacylglycerol analogs, 
2405 
2-deoxy-L-ribonolactones 
produced by isosteric groups, 
conformationally restrained 
DAG analogs, 1369 
bisindolylmaleimide inhibitors, Ro 
32-0557 conformationally 
restricted tertiary amine side chain, 
1303 
cAMP-dependent, inhibitor/ 
substrate, ether-based peptide 
analog, 553 
inhibitors, 883 
aza analogs of staurosporine and K 
252a, 495 
selective inhibitors in model 
Graft-vs-Host disease, 2451 
Platinum 
1 ,3-dioxolane-2-(2-ethanamine-2- 
methanamine complexes, synthesis, 
in vitro cytotoxicity, 911 
PMEG monoethy] ester, 
9-[[(ethoxyhydroxyphosphiny])- 
methoxy }methoxy}guanine isostere, 
synthesis and anti-HCMYV activity, 
2241 
Polyamines 
co-valent attachment at N* of 
5-MedC, incorporation into 
oligonucleotides, 1733 
derived artificial ribonuclease, 
synthesis, RNA cleaving activity, 
1979 
Poly(cysteic) acid synthesis and 
anti-HIV activity, 2245 
2’-Polyethyleneglycol esters of 
taxol, potential water soluble 
prodrugs, 2465 
Polymerization tubulin inhibition, 
2-methoxyestradiol binding to 
colchicine binding site, 1725 
Porphobilinogen deaminase 
systematic specificity studies, 521 
Porphyrins design of reusable 
enzymatic system for prep, 743 
Potassium channel 
benzopyran activators related to 
cromakalim with heterocyclic 
replacements at position 4, 1285 
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openers: 
2-fluoromethylbenzopyran 
vasorelaxants, 2893 
comparative molecular field 
analysis of benzopyran-4- 
carbothioamide, 2903 
N-imino-2-(benzopyran-4-yl)- 
pyridine vasorelaxants, 
2899 
substituent effects of 
benzopyran-4-(N-cyano)carbox- 
amidines for selectivity to 
guinea pig trachealis, 1995 
Prodrugs 
f-estradiol-3-benzoate-17- 
(succinyl-12a-tetracycline), 
synthesis bone-seeking estrogen, 
1375 
acyclovir and ganciclovir, 
6-fluoropurine acyclonucleosides, 
1309 
benzylpenicillin methy! phosphate, 
RTEM 6-lactamase inactivation, 
1225 
bio-reversible reaction dinucleo- 
sides S-alkyl phosphorothiolates to 
dinucleoside phosphorothioates, 
2471 
diary! phosphate derivs, AZT, 
reduced cytotoxicity compared to 
parent nucleoside, 427 
diphenyl! G-amino-methy] 
phosphonate, inhibitor neutral 
endopeptidase 24.11, chemical and 
plasma hydrolyses, 899 
etoposide, water-soluble, synthesis 
etoposide phosphate, 2567 
guanidino, synthesis, 1985 
water soluble 2’-polyethylene- 
glycol esters of taxol, 2465 
Proline 
4-substit derivs inhibition of 
angiotensin converting enzyme and 
neutral endopeptidase, 24.11 2673 
E. coli auxotroph grows faster on 
prolinamide with leucine 
aminopeptidase overexpression, 
2555 
deriv, synthesis cis-6- 
phenylmethy!-O-proline using 
N-centered derived chiral 
oxaziridine radical, 2461 
precursors, evolved growth, 
randomly mutated gene library in 
E. coli proline auxotroph, 2551 
Prolyl endopeptidase 


a-ketothiazoles inhibitors, 831 
C-5-Propyn-2’-deoxyuridine 
formacetal and thioformacetal 
dimer containing oligodeoxy- 
nucleotides, 1061 
Protease 
HIV: 
C,-symmetric inhibitor, peptoid 
mimics, 1281 
conformationally constrained 
inhibitors, rational design, 
enzyme inhibition and X-ray 
structure of enzyme-inhibitor 
complex, 2199 
inhibited by conformationally 
constrained macrocyclic 
peptide-based inhibitors, 2217 
inhibitors: 
containing heterocyclic P,/P, 
amide bond isostere, antiviral 
activity, 2441 
D-amino acids as P,/P, ligands, 
1391 
dipeptide isosteres, 1385 
human, nonpeptide based, 2601 
pyridyl analogs of L-735,524, 
evaluation, 2769 
symmetry based, with hydroxy 
bis-urea isostere, 2343 
serine: 
chymotrypsin and subtilisin 
Carlsberg, differentiated by 
cyclic peptide inhibitors, 2123 
inhibition by diphenylborinic 
acid, 2417 
Protein Kinase C, 
(see also PKC) inhibition, 
selectivity of staurosporine derivs, 
399 
inhibitors: 
ATP competitive, monoindolyl- 
maleimide derivs, 2845 
indolocarbazole nitrogens linked 
by 3-atom bridges, 1333 
interaction with medium sized 
e-lactone, 543 
Proteinase 
HIV inhibitors, carbocyclic 
analogs hydroxyethylamine, 2759 
Proteins 
DnaA, ATP binding, 3-acetoxy- 
2,2’- bi-1H-indol inhibitors, 1771 
tyrosine kinase, inhibitors, syn- 
thesis brominated |-phenyl- 
2-pyridylethenes, 1729 
Proteolytic studies homologous 


peptide and N-substit glycine 
peptoid oligomers, 2657 
Protoberberine 

alkaloid analogs with in vitro 
antimalarial activity, 1663 
Pseudomonas aeruginosa 
antibacterial activity of 
2-isocephems with dihydroxy- 
pyridone moiety at C-7, 1601 
Pseudopeptides ‘¥[CH(CN)NH] 
bond as transition state mimic 
surrogate, aminopeptidases 
pseudopeptide inhibitors, 1491 
Pyranocoumarins dihydroseselin 
type derivs, anti-HIV agents, 593 
Pyranose ring FK506, replaced by 
more accessible groups, 2501 
Pyrazine-2,5-dicarboxylate Ni 
complex, bis(p-nitropheny!)- 
phosphate hydrolysis, 1889 
Pyrazoles 

C-linked biaryl! tetrazoles, 
angiotensin antagonists, 
pharmacokinetics and 
regioselective synthesis, 151 
hepatoprotectant, activity, 1453 
Pyrazolo[4,3-e]-1,2,4-triazolo- 
[1,5-c]pyrimidine and 

1 ,2,3-triazolo[4,5-e]- 1 ,2,4-tria- 
zolo[ 1 ,5-c]pyrimidine, A,, 
adenosine receptor antagonist 
activity, 2539 
Pyrazolo[1,5-a)pyridazines 5-HT, 
antagonists, 695 

Pyridines inhibitors of 
dihydrodipicolinic acid synthase, 
key enzyme in diamino-pimelate 
pathway to L-lysine, 2267 
methyleneamino linked, synthesis, 
properties, SAR, angiotensin 
receptor antagonists, 139 
Pyridinium 3-acety! deriv of 
papain, reaction with pyruvate 
giving stable adduct, 1415 
2(1H)-Pyridinones 

annelated, SAR, nonpeptide 
angiotensin receptor antagonists, 
127 

SAR, nonpeptide angiotensin 
receptor antagonists, 121 

series, SAR, nonpeptide 
angiotensin receptor antagonists, 
121 

N-Pyridinylphenylmethy! analogs 
of SC-50560, 1H-1,2,4-triazole 
angiotensin receptor antagonists, 





99 
4H-Pyrido{1,2-a)pyrimidin-4-one 
angiotensin receptor antagonists, 
183 

Pyrido[4,3-5]thiazine renin 
inhibitor with efficacy after oral or 
intravenous admin, 1291 
2-Pyridylethenes brominated 
1-phenyl-derivs, protein-tyrosine 
kinase inhibitors, 1729 
Pyrimidines 

2,4-diaryl dicationic derivs, DNA 
selective binding agents, 2913 
1,2,3-triazolo[4,5-e]- 1 ,2,4-triazolo- 
and pyrazolo[4,3-e]-1,2,4-triazolo- 
derivs, A,, adenosine receptor 
antagonist activity, 2539 

Pyrroles bearing hydroxymethy! 
and carboxy substituents, 
angiotensin receptor antagonists, 
177 

Pyrrolidine gem-disubstit, 
substance P antagonists, 2733 
Pyrrolidine-2,3-dicarboxylic 
acids conformationally restricted 
analogs L-aspartate, 
neurobiological actions, 1851 
Pyrrolo-1,4-benzoxazines derivs 
design, inhibitors of 
5-lipoxygenase and PAF 
antagonists with antihistaminic 
properties, 2383 
Pyrrolo[2,1-c}[1,4]benzothiazin- 
l-ones and pyrrolo[2,1-d]-1,5- 
benzothiazepin-10-one derivs 
cardiovascular activity, 1235 
Pyruvate reaction with 3-acety] 
quinolinium and pyridinium derivs 
of papain giving stable adduct, 
1415 


Q 


Quaternary N-methylation 
analogs D-Arg-2-dermorphin 
tetrapeptide, bioproperties, 2049 
Quinazolinones 

6-isoxazolinyl and isoxazolidiny] 
derivs, angiotensin receptor 
antagonists, 1703 

6-substit, angiotensin receptor 
antagonists, 1819 

2,3-dihydro deriv, angiotensin 
receptor antagonists, 1141 
1,2,4-triazoloquinazolinones, 
leishmanicidal activity, 2087 
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biphenyl acylsulfonamides, 
angiotensin receptor antagonists, 
75 

Quinindolinones (+) | |-amino 
2,6-dimethyl- 1 ,2,3,4-tetrahydro 
deriv, GABA, modulator with 
anxiolytic activity, 279 
Quinoline-4-carboxylic acids 
angiotensin receptor antagonists, 
195 

orally active prodrugs, 201 
Quinolines activity of 
4-phosphonoalky! derivs, 


glutamate non-NMDA antagonists, 


2035 

Quinolinium 3-acety! deriv of 
papain, reaction with pyruvate 
giving stable adduct, 1415 
Quinolizidines substit, oxido- 
squalene cyclase inhibition, 1317 
Quinuclidines framework, role 
conformation for recognition by 
NK-1I receptor and N-atom 
modification reduced activity 
L-type Ca** channel, 1903 
Quinuclidinium N-chloromethy! 
derivs, irreversible ligands for 
5-HT, receptors, 945 


R 


RA-VII 


[N-alkyl-Ala’] cyclic hexapeptides, 


anti-tumor activity, 1633 
Radicals (methylenecyclo- 
propyl)methyl, ring opening by 
competition trapping reactions, 
2693 
Radioiodination {-iodoethoxy! 
group as stable unit, 1687 
Radiosensitization and 
non-protein thiol depletion of 
hypoxic cells by 2-nitroimidazole 
deriv with NPSH-reactive side 
chain, 439 
Receptors 
5-HT,, irreversible ligands, N- 
chloromethy! quinuclidinium 
derivs, 945 
adrenergic, cloned human, 
synthesis, bioevaluation 2-amino- 
2-oxazolines, 2317 
angiotensin: 
AT,, binding affinity of substit 
1,3-benzodioxole and 1,3- 
benzothiol carboxylates and 


tetrazole analogs, 747 

AT, and AT,, binding affinity, 
substit phenylthiophene benzoy] 
sulfonamides, 189 


angiotensin antagonists: 


2,3-dihydro-4(1H)- 
quinazolinone, synthesis, 1141 
2,3,6-substit quinazolinones, 
1135 

6-isoxazoliny! and isoxazolidiny] 
substit quinazolinones, 1819 
6-0xo-3-pyridaziny|-benzimida- 
zoles, 1297 

balanced, 4-aminomethyl-and 
acylaminomethy|-imidazoles 
9229 


CL332 and enantiomers, 
synthesis, bio-evaluation, 1709 
cycloheptimidazole based, 
4,5,6,7-tetrahydro-8- 
carboxymethylidene, 1637 
effects 

bipheny! ‘ortho’-substit on 
AT,/AT, affinities, 2011 

substit at imidazole 5-position, 
2235 

nonpeptide: 

conformationally restricted, 2591 
imidazolinones, 1527 
triazolinone-based, with 
equivalent affinity for both AT, 
and AT, subtypes, 2787 

with equipotent affinity for 
human AT, and AT, receptor 
subtypes, 2337 


agonists 


H,, amselamine histamine 
selective, 1913 

5-HT, with nanomolar affinity, 
1433 

arylacetamindo-type « opiate, 
EMD-66,735 as steroid 
representative, 677 

melatonin, indole derived 
lacking C-5 methoxyl group, 
1555 

motilin 

biological value 2’- 
groups 8,9-anhydro- 
erythromycin A 6,9-hemi- 
acetals, 1649 
macrolide-type, GM-611 and 
derivs, 1347 


and 4’-OH 


antagonists: 


5-HT,, synthesis (endo)-3,9- 
diazabicyclo[3.3.1 }nonan-7- 
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amino derivs, 2373 
SHT,, 2-benzyloxy substit ary! 
ketones, synthesis, bio- 
evaluation, 2481 
AMPA, 1,2,3,6,7,8-hexa- 
hydro-3-(hydroxyimino)- 
N.N,7-trimethy]-2-oxo- 
benzo[2, 1-b:-3,4-c’ ]di- 
pyrrole-5-sulfonamide, 371 
CCK-B, importance of 5-ary! 
group, synthesis, 2877 
histamine H,, unsymmetrically 
substit guanidines, 2907 
LBT,, SC 53228 with high 
intrinsic potency and selectivity, 
811 
melatonin, 5-OH group not 
essential for bioactivity, 1555 
melatonin analogs with restricted 
conformations of C-3 
amidoethane side chain, 1559 
NK-2 tachykinin, design, 
synthesis prototype model, 1397 
nonpeptide: 
fibrinogen design centrally 
constrained inhibitor, 1835, 1841 
neurokinin NK,, GR159897 and 
related analogs, 1951 
NK1, perhydrothiopyrano- 
pyrrole derivs, 669 
ortho-phenylphenol LBT,, 
SARs, 795 
selective, tachykinin NK,, 
dipeptide library in drug design, 
1679 
sigma ligands, conformationally 
restricted aromatic piperidines, 
329 
thromboxane: 
combined synthase inhibitor, 
activities of prostanoid analogs, 
2067 
subtypes, series of 3-oxo-2,4- 
dioxobicyclo[3.2. 1 Joctanes, 
synthesis, 2103 
xanthone dicarboxylic acid 
LTB,, in spatial LY292728, 
2077 

binding studies 
(+)-AJ76 derivs, affinities at 5- 
HTTA and dopamine receptors, 
689 
CCK, effect of substit and 
stereochemistry of oxopiper- 
azine, 867 
HO-DPAT, stereoselective 


synthesis, 2589 
5a-Reductase 
human type-2 steroid, non- 
steroidal diene acid inhibitor, 2327 
inhibitors, synthesis B-nor-4-aza- 
Sa-androstane, 729 
steroid, inhibition by inverted 
competitive inhibitors, 847 
Reduction ethy! 
3-methyl-2-oxobutanoate by 
enzymes callus of Catharanthus 
roseus, 907 
Regioselective reactions ring 
opening (methylene-cyclopropyl)- 
methyl! radical, 2693 
Regioselective syntheses diester 
crowns, Mucor miehei lipase 
catalysed, macrocycles containing 
| 3-bis-( 1 H-pyrazol-1-yl)propane 
unit, 2523 
Renin 
inhibitors: 

efficacy after oral or intravenous 

admin, 1291 

prototypical non-peptide model, 

design, synthesis, 1697 

rat and dog, CP-71,362, 589 
tetrahydroisoquinoline as phenyl- 
alanine replacement, 2029 
Resolution N-protected amino acid 
derivs in supercritical carbon 
dioxide catalysed by alcalase, 625 
Respiration inhibition, is an intact 
B/C ring system essential in 
rotenoids?, 505 
Restricticin synthesis cyclohexy! 
analogs, 733 
9-cis-Retinoic acid prep, 349 
Retinoids 
O-glucuronides, N-linked analogs, 
cancer chemo-preventive/ 
therapeutic agents, 2117 
RXR-active stilbene analogs, 
structural basis for RAR and RXR 
activation, 1447 
RGD peptides double-strand as 
GPIIb/IIIa receptor antagonists, 
SARs, 1749 
Ribavirin amino acid esters, 
synthesis, antiviral activity, 2831 
D-Ribofuranose | -deoxy 
phosphoramidite deriv, abasic 
nucleotide incorporation stem-loop 
Il hammerhead ribozymes, 1715 
L-Ribonolactones 
3-O-acyl-2-deoxy deriv with 


different acyl chains, changes in 
PK-C binding affinity, 355 
Ribonuclease 
2-SA dependent, 5’-thiophosphate 
analog of 2-SA, phosphatase 
resistant activator, 2609 
artificial, polyamine derived, 
synthesis, RNA cleaving activity, 
1979 
Ribozymes 
hammerhead cleavage, importance 
of purine-pyrimidine OH group 
and purine amino group, 2857 
inactivation by |-methylguanosine 
substit of conserved guanosine 
residues, 2189 
stem-loop II, abasic nucleotide 
incorporation, synthesis 
1-deoxy-D-ribofuranose 
phosphoramidite, 1715 
Rilmenidine efficacy at cloned 
human ct-adrenergic receptors, 
2317 
RNA 
cleaving activity, polyamine 
derived artificial ribonuclease, 
1979 
folding kinetics changed in HDV 
antigenomic ribozyme by total 
substit of adenine with 7-deaza- 
adenine, 987 
Ro 24-0553 5-lipoxygenase 
inhibitor with antiinflammatory 
activity, 339 
Rolipram SAR catechol subunit, 
1855 
Rotenoids is an intact B/C ring 
system essential for respiratory 
inhibition?, 505 
RPR 100893 prototype, NK! 
nonpeptide antagonists 
triarylperhydroisoindols, 673 
RPR 104632 NMDA 
receptor-channel complex glycine 
antagonists, 2735 
RTEM 
B-lactamase: 
inactivation by BPMP, 1225 
inhibition by boronic acid, 1229 
RXR.-active stilbene retinoid 
analogs, structural basis for RAR 
and RXR activation, 1447 


S 





16a-propyl derivs of estradiols, 
2129 
2(1H)-pyridinone series, 
nonpeptide angiotensin receptor 
antagonists, 121 
2H- 1 ,2,4-benzothiadiazine-| ,4- 
dioxide-3-carboxylic acid derivs, 
NMDA receptor-channel complex 
glycine antagonists, 2735 
3’-alkyl and 3’-alkenyl-3- 
dephenyldocetaxels, 2631 
3-D, investigation series taxol 
analogs, 2211 
alkyl substit analogs of functional 
M, selective muscarinic receptor 
agonist xanomeline, 2205 
annelated 2(1H)-pyridinones, 
nonpeptide angiotensin receptor 
antagonists, 127 
B-lactamase inhibition anacardic 
acids and analogs, 1423 
balanced AT,/AT, receptor 
antagonists in imidazo[4,5-b]- 
pyridine series, 17 
C-3’-N-acyl analogs 
9(R)-dihydrotaxol, 1429 
catechol subunit rolipram, 1855 
diacidic nonpeptide angiotensin 
receptor antagonists, 35 
distamycin A derivs, antitumor 
activity, 1467 
double-strand RGD peptides as 
GPIIb/IIIa receptor antagonists, 
1749 
dual-acting ACE/NEP inhibitors, 
benzazepinone based mercapto- 
acetyls, 1795 
endopeptidase 24.11 neutral, 
phosphonate inhibitors, effect of 
hetero-atom substit, 539 
endothelin-1 analogs, 1157 
HIV protease pseudo-symmetrical 
nonpeptidy! inhibitors, 583 
L-692,429: 
amino acid side-chain, 1117 
nonpeptidy! growth hormone, 
2709 
macrocyclic FKBP ligands 
synthesis, 321 
mercaptoacy! dipeptide inhibition 
of ACE and NEP, 1783 
monocyclic analogs of endothelin, 
567 
N-alkylquinuclidinium substance P 
non-peptide antagonists, 1153 
N-benzoy! analogs iaxol, Topliss 
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synthesis, 1825 
N-cyano-3-pyridine-carbox- 
amidines and amide and thioamide 
congeners, 2485 

north-west region kappa opioid 
agonist U-50,488, 2139 
ortho-phenylphenol LBT, receptor 
antagonists, 795 

profile for locus of A-ring side 
chain of taxol, 1531 
pyrrolidine-modified analogs of 
ABT 418, CHCA, 2389 

role of ester bond in various 
positions of chemotactic 
tripeptides, 1551 

substit dihydroimidazolones, AT, 
angiotensin receptor affinity, 163 
synthesis, bio-evaluation C2 taxol 
analogs, 479 

synthetic FKBP ligands as 
peptidyl-prolyl isomerase 
inhibitors, 315 

taxol, synthesis and bioevaluation 
analogs modified at C-7, 
topoisomerase I poisons, Hoechst 
33342 related bisbenzimidazoles, 
2871 

urea and nitrosourea derivs 
diamino acids, 2697 

valsartan angiotensin orally active 
antagonist developed from amino 
acid series, 29 

SB 203220 naphthy! analog of 
SK&F 108566, long-acting AT 
antagonist, 23 

SC-50560 angiotensin receptor 
antagonists: 

C-linked analogs, | H-1,2,4-triazole 
105 

N-phenylpyridinylmethy! and 
N-pyridinylphenylmethy! analogs, 
1H-1,2,4-triazole, 99 

SC-51322 PGE, antagonist and 
analgesic, 509 

SC-53228 synthesis, leukotriene B, 
receptor antagonist with high 
intrinsic potency and selectivity, 
811 

‘H-SC-54628 and -54629 
synthesis, N'-sterically hindered 
2H-imidazol-2-one angiotensin 
receptor antagonists, 111 
Scalaradial PLA, inhibitor, 
lacking o,B-unsat aldehyde, effect 
on human synovial fluid 
phospholipase A, and macrophage 


lipid mediator production, 1873 
Sch 
42538 and 45012, antifungal 
agents, broad spectrum orally 
active azole optical isomers, 2023 
49211 and 49212, produced by 
Nattrassia mangiferae 
phospholipase D inhibitors, 1539 
Schotten-Baumann acylation of 
N-debenzoyltaxol, prep N-acyl 
taxol analogs, 335 
Secretagogues 
benzolactam growth hormone, 
replacement 2’-tetrazole moiety, 
1807 
L-692,429, nonpeptidyl growth 
hormone, SAR, 2709 
Seeds barley, helminthosporic acid 
analog amylase induction, 1847 
Selenium mediated deiodination 
iodophenols, mechanism of 5’- 
thyronine deiodinase model, 1353 
Serine 
§-lactamase activity inhibition by 
dipeptide phosphonamidate 
analogs, 1667 
protease 
inhibition by diphenylborinic 
acid, 2417 
inhibitors, | ,3-oxazin-2,4-dione 
derivs, 949 
related to human leukocyte 
elastase, synthesis thiazinoindole 
derivs inhibitors, 2399 
Serotonergic activity benzofuran 
and dihydro-deriv analogs of 
5-carboxamidotryptamine, 1207 
Sialosides 4-azido, amino and 
acetamido derivs, neuraminidase 
inhibition study, 2457 
Sialyl Lewis X 
Ca complex, electrospray mass 
spectrometry, 2863 
mimic, synthesis galactose-fucose, 
2563 
Silacyclopentane 
| 2-dipheny|-3-di-alkyamino- 
derivs, 5-HT,, antagonists, 415 
Sily! nucleosides deprotection with 
KF/18 crown-6, 2171 
Silylated compds nucleosides 
nucleotides, deprotection using 
triethylamine trihydrofluoride, 
1345 
Silylation peroxidase mediated 
uricolysis, structure of C,H,N,O, 
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trapped species, 1685 
Simvastatin 3'(S)-hydroxy deriv, 
synthesis, 1767 
SMIU (2’S)-2’-deoxy-C-methy! 
5-iodouridine anti-herpes virus 
agent, 367 
Solubilization thermostable 
chymotrypsin deriv in toluene, 917 
Solutes blood brain distribution, 
physicochemical analysis of 
governing factors, 2511 
Solvent effects on single stranded 
DNA binding by circular 
oligodeoxynucleosides, 965 
Spermidine spermine, DNA 
stabilizes anthracene-9-carbony]- 
N'-spermine to a greater extent, 
2435 
Spin labels oligonucleotides with 
2’-deoxy-cytidine and 5’-methyl 
deriv as probes for structural 
motifs of DNA, 977 
Spiro-y-lactone estradiol deriv, 
17B-HSD type 2 inhibitor, 2045 
Squalene 
epoxidase, mammalian, non- 
squalenoid photo-affinity labels, 
2179 
synthase inhibitors 
3-hydroxymethy] derivs of 
squalestatins, 1931 
acyclic mimics zaragozic acids, 
1591 
monocyclic analogs, 2155 
synthesis monocyclic squalestatin 
analogs, 2155 
Squalestatins 
3-hydroxymethy! derivs, squalene 
synthase inhibitors, 1931 
effects of changes at allylic center 
in Cl sidechain, 2683 
monocyclic analogs as inhibitors 
of squalene synthase, 2155 


monocyclic |,3-dioxane analogs, 
661 
SR 


47436, substit 3H-dihydro- 
pyrimidinone homologs, AT 
receptor antagonists, 157 
59062A, selective atypical 
§-adrenergic agonist, synthesis, 
1921 

Staurosporine 

aza analogs and K252a as PKC 
inhibitors, 495 

derivs, inhibition, selectivity 


towards protein kinase C, 399 
Stereocontrolled syntheses 
O-linked glycan with repeating 
lactosamine unit 2805 
oligonucleoside-phosphorothioates, 
1037 
Stereoisomers LY 191704, 
LY266111 HPLC separation, in 
vitro inhibition human types | and 
2 steroid Sa-reductases, 1365 
Stereoregulation oligothymidylate 
analogs with phosphorothioate and 
phosphodiester likages in 
alternating manner, 2663 
Stereoselective syntheses 
analogs 2’-deoxy- and 2’ ,3’-di- 
deoxynucleosides with antiviral 
activity, 861 
gp-120, Gal-B-(1->4)-6-O-SO,Na- 
GicNAc-B-(1->6)-Man-a-OR, 
1501 
receptor binding of HO-DPAT 
isomers, 2589 
Stereoselectivity positive inotropic 
effects of diazinone cardiotonics, 
2585 
Stereospecific reactions 
bio-reversibility of dinucleoside 
S-alky! phosphorothiolates to 
phosphorothioates, 2471 
enzymatic hydrolysis, P-S bonds in 
chiral organophosphate triesters, 
1473 
reporter groups introduced into 
oligodeoxynucleotides by labelling 
P diastereomers, 1001 
Stereospecific syntheses 
pentopyranosy! analog of D4T 
monophosphate, | 199 
Stereospecificity enzyme property, 
approach to inhibitor design, 2297 
Steroids 
Sa-reductase inhibitors 
by competitive inverted, 847 
human types | and 2 HPLC 
separation LY 191704 and 
LY266111 stereoisomers, 1365 
Stilbene RXR-active retinoid 
analogs, structural basis for RAR 
and RXR activation, 1447 
Streptomyces clavuligerus 
recombinant deacetoxycephalo- 
sporin C synthase, substrate 
specificity, 1595 
Stromelysin-1 inhibition by 
peptidy! phosphinic acids, 1221 


Structures methimazole, 
consequences for therapeutic 
models of Graves disease, 1357 
Substance P 
antagonists 
discovery by pharmacophore 
driven strategy, 1865 
gem-disubstit amino-ether 
based, 2733 
morpholine based, assessment 
3-point binding model, 1917 
nonpeptide 
2-aryl-1-aza-bicyclo[2.2.2)}- 
octanes, 839 
methionine incorporation, 2263 
Substrates 
specificity 
immobilized penicillin-G 
acylase towards 
penicillin and cephalosporin 
derivs, 345 
recombinant deacetoxy- 
cephalosporin C synthase of 
Streptomyces clavuligerus, 1505 
synthetic, coproporphyrinogen 
oxidase, 1607 
uroporphyrinogen III synthase, 
activity of hydroxymethylbilanes, 
1105 
Subtilisin Carisberg 
chymotrypsin, differentiated by 
cyclic peptide inhibitors, 2123 
Sugar hydrolases inhibition by 
N-phenyl cyclic isourea deriv 5- 
aminocyclopentane polyols, 2643 
Sulfamides acy! derivs as tetrazole 
replacements, imidazole 
angiotensin antagonists, 69 
Sulfonamides 
angiotensin antagonists 
acyl and sulfonyl-carbamate 
quinazolinone acidic functions, 
balanced AT,/AT,, 81 acyl deriv 
as tetrazole imidazole 
replacement, 69 
nonpeptide, triazolinone acyl 
deriv, 115 
receptor, quinazolinone bi- 
phenyl acyl deriv, 75 
containing oligonucleotides, 
synthesis, properties, 1071 
Sulfonylcarbamate and 
acylsulfonamide quinazolinone 
acidic functions, balanced AT,/AT, 
angiotensin antagonists, 81] 
Sulfurization efficient in synthesis 





oligodeoxyribonucleotide phos- 
phorothioates, 1519 

Superoxide anion production, role 
of ester bond in various positions 
of chemotactic tripeptides, 1551 
Surrogates ‘YCH(CN)NH peptide 
bond as transition state mimic, 
aminopeptidases pseudopeptide 
inhibitors, 1491 

Synthase 
deacetoxy-cephalosporin C gene, 
substrate specificity of 
recombinant enzyme, 1595 
EPSP, aromatic substrate analogs 
and symmetrical inhibitors 
containing 3-phosphate mimics, 
2605 

recombinant deacetoxycephalo- 
sporin C of Streptomyces 
clavuligerus, substrate specificity, 
1595 

squalene, inhibitors, acyclic 
zaragozic acid mimics, 1591 


T 


Tachykinin 

NK,, selective receptor 
antagonists, dipeptide library in 
drug design, 1679 

NK, receptor antagonists, design, 
synthesis prototype model, 1397 
Taxanes 3’-furyl and 3’-pyridyl 
substit derivs, bioactivity, 1381 
Taxol see also docetaxel 
14-B-hydroxy-deriv and related 
analogs, synthesis, antitumor 
activity, 1565 
14-hydroxydocetaxel, synthesis, 
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